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(54) Title: SUBSTITUTED OXOAZAHETEROCY CLYL COMPOUNDS 



(57) Abstract: This invention is directed to oxoazaheterocycly] compounds which inhibit Factor Xa, to oxoazaheterocyclyl com- 
pounds which inhibit both Factor Xa and Factor Ha, to pharmaceutical compositions comprising these compounds, to intermediates 
useful for preparing these compounds, to a method of directly inhibiting Factor Xa and to a method of simultaneously directly in- 
^ hibiting Factor Xa and Factor Ila. 
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Claims: 



A compound of formula I 




9i 



Ri 



Rla 

R 2 " 




G 2 



or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
5 N-oxide thereof, a hydrate thereof or a solvate thereof, wherein 

G, and G 2 are L r Cy, or L 2 - Cy 2 , provided that when R 1 and R 1a or R 4 and taken together 
form O or S, then G, is L 2 - Cy 2 and G 2 is L^Cy^ or when R 2 and R 2a or R 3 and R 3a taken 
together form O or S, then G, is l^-Cy, and G 2 is L 2 -Cy 2 ; 

Cy, and Cy 2 are independently selected from optionally substituted aryl, optionally substituted 
10 heteroaryl, optionally substituted cycloalkyl, optionally substituted cycloalkenyl, optionally 
substituted heterocyclyl, optionally substituted heterocyclenyl, optionally substituted fused 
arylcycloalkyl, optionally substituted fused arylcycloalkenyl, optionally substituted fused 
arylheterocyclyl, optionally substituted fused arylheterocyclenyl, optionally substituted fused 
heteroarylcycloalkyl, optionally substituted fused heteroarylcycloalkenyl, optionally substituted 
15 fused heteroarylheterocyclyl and optionally substituted fused heteroarylheterocyclenyl; 
is absent, O, NR 5 , -S(0)p-, -S(0)pNR 5 -, -C(X)Y- or -La-Q-LrQ'-U-, -C(0)Y-C(X)Y- ( 
-C(X)YC(0)-, -C(0)NR 5 -S(0)p- f or -C(0)C(0)NR s S(0)p-; 
L 2 is absent or a group of formula 



20 L 3 and U are independently absent, optionally substituted alkylene, optionally substituted 
alkenylene or optionally substituted alkynylene; 

L 4 is optionally substituted alkylene, optionally substituted alkenylene, or optionally substituted 
alkynylene; 

Q and Q* are independently absent, O, S, NR 5l -S(0)p-, -S(0)pNR 5 - or -C(X)Y-; 
25 A is CH or N; 




-8 



10 
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Ri, Ria. R 2 . R2a, R 3 . Raa. R4 and R 4a are independently selected from hydrogen, carboxy, 
alkoxycarbonyl, Y 1 Y 2 NC(0)- l optionally substituted alkyl, optionally substituted aryl. optionally 
substituted aralkyl, optionally substituted heteroaryl and optionally substituted heteroaralkyl, 
or R, and R lai R 2 and R 2a , R 3 and R 3a , or R4 and R^ taken together form O or S; or R, and R 2 

5 together with the carbon atoms through which R t and R 2 are linked form a cycloalkyl group, 
cycloalkenyl group, heterocyclyl group, or heterocyclenyl group; or R 3 and R4 together with the 
carbon atoms through which R 3 and R 4 are linked form a cycloalkyl group, cycloalkenyl group, 
heterocyclyl group, or heterocyclenyl group; or R na and R 2a are absent and R 1 and R 2 together 
with the carbon atoms through which R, and R 2 are linked form an aryl or heteroaryl group; or 

10 R^ and R^ are absent and R 3 and R 4 together with the carbon atoms through which R 3 and R4 
are linked form an aryl or heteroaryl group; or one or more of the pairs R 1 and R 1a taken 
together with the carbon atom through which they are linked form a 3 to 7 membered cycloalkyl 
or cycloalkenyl group; or R 2 and R 2a taken together with the carbon atom through which they 
are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 3 and R^ taken 

15 together with the carbon atom through which they are linked form a 3 to 7 membered cycloalkyl 
or cycloalkenyl group; 

or R 4 and R 4a taken together with the carbon atom through which they are linked form a 3 to 7 
membered cycloalkyl or cycloalkenyl group; 

m and n are independently 0, 1 or 2, provided that m and n are not both 0 and further provided 
20 that when R, and R 1a taken together form O or S, n is 1 , and when and R 4a taken together 
form O or S, m is 1; 

R 5 is hydrogen, optionally substituted alkyl, optionally substituted aralkyl, optionally substituted 
heteroaralkyl, R 6 0(CH2)v-, R 6 02C(CH2)x-,Y 1 Y 2 NC(0)(CH2)x-, or Y 1 Y 2 N(CH2)v-; 
Re is hydrogen, optionally substituted alkyl, optionally substituted aralkyl or optionally 

25 substituted heteroaralkyl; 

Y 1 and Y 2 are independently hydrogen, optionally substituted alkyl, optionally substituted alkoxy, 
optionally substituted aryloxy, optionally substituted aryl, optionally substituted aralkyl or 
optionally substituted heteroaralkyl, or Y t and Y 2 taken together with the N through which Y, and 
Y 2 are linked form a monocyclic heterocyclyl; 

30 R 7 , R 8 , R 9 and R 10 are independently selected from hydrogen, hydroxy, alkoxy, optionally 
substituted alkyl, optionally substituted aryl, optionally substituted heteroaryl, optionally 
substituted aralkyl and optionally substituted heteroaralkyl, provided that only one of R 7 and R 8 
or one of R9 and R 10 is hydroxy or alkoxy, and further provided when any of R 7 , Rb, R 9 and R 10 is 
hydroxy or alkoxy, then the hydroxy or alkoxy is not a-substituted to an N, O or S in Z; 

35 X is O or S; Y is absent or is selected from O, S and NR 5 ; 
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Z is absent or is selected from optionally substituted lower alkenylene, optionally substituted 
lower alkynylene, O, -C(O)-, S(0)p, NR 5 , -NR 5 C(0)- and -C(0)NR r ; 
xis 1, 2, 3 or 4; vis 2, 3 or 4; 

p is 1 or 2; and q and r are independently 0, 1 , 2 or 3 f provided that q and r are not both 0, 
5 provided that when L n is O, NR 5l -S(0)p-, -S(0)pNR 5 -. -C(X)Y- or -L 3 -Q-L 4 -Q'-L 5 - and R 3 and R 3a 
taken together form O or S, then R 2 and R 2a are independently selected from hydrogen, alkyl, 
aminoalkyl, alkylaminoalkyl, alkoxy, alkoxyalkyl, alkoxyaminoalkyl, cycloalklalkylamino, 
benzyloxyalkyl, isopropyl, aminomethyl, methoxyethylaminomethyl, piperazin, pyrrolidin, 
ethoxymethyl, benzyloxymethyl, methoxymethyl, isobutyl, isopropylamino or 
10 isopropylaminomethyl, provided that R 2 and R 2a are not each hydrogen; 

or when L, is O, NR 5f -S(0)p-, -S(0)pNR 5 -, -C(X)Y- or -La-Q-U-CT-Ls- and R 3 and Retaken 
together form O or S ( then R 4 and R^ taken together form O or S; 

or when L, is O, NR 5l -S(0)p-, -S(0)pNR 5 - t -C(X)Y- or -L 3 -Q-L 4 -Q'-L 5 - and R 3 and Retaken 
together form O or S f then Cy 1 is thiophen-isoxazol, thiophen-pyrazol, thiophen-oxadiazol, 
15 thiophen-thiadiazol, thiophen-triazol, thiophen-pyridin or phenyl-triazol and Cy 2 is amino- 
quinazolin or pyrrolo-pyridin; 

or when L, is O, NR 5 , -S(0)p-, -S(0)pNR r , -C(X)Y- or -U-Q-U-Q'-U- then R, and R 2 together 
with the carbon atoms through which R n and R 2 are linked form a cycloalkyl group, cycloalkenyl 
group, heterocyclyl group, or heterocyclenyl group; or R 3 and R 4 together with the carbon atoms 

20 through which R 3 and R 4 are linked form a cycloalkyl group, cycloalkenyl group, heterocyclyl 
group, or heterocyclenyl group; or R la and are absent and R, and R 2 together with the 
carbon atoms through which R, and R 2 are linked form an aryl or heteroaryl group; or R^ and 
R 4a are absent and R 3 and R 4 together with the carbon atoms through which R 3 and R 4 are 
linked form an aryl or heteroaryl group; or one or more of the pairs and R 1a taken together 

25 with the carbon atom through which they are linked form a 3 to 7 membered cycloalkyl or 

cycloalkenyl group; or R 2 and R 2a taken together with the carbon atom through which they are 
linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 3 and R^ taken together 
with the carbon atom through which they are linked form a 3 to 7 membered cycloalkyl or 
cycloalkenyl group; or R 4 and R^ taken together with the carbon atom through which they are 

30 linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group;. 

or when L n is O, NR 5 , -S(0)p- f -S(0)pNR r , -C(X)Y- or -U-Q-U-Q'-U". then R 1t R 1a , R 2 , R^, R 3 , 
R^, R4 and R^ are independently Y^NCfO)- and Y t and Y 2 are independently hydrogen, 
optionally substituted alkoxy or optionally substituted aryloxy, but Y t and Y 2 are not 
simultaneously hydrogen, 

35 or when L t is O, NR 5 , -S(0)p-, -S(0)pNRs-, -C(X)Y- or -U-Q-U-Q-Lg-. then Z is -C(O)-. 
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2. A compound according to claim 1 wherein Cy 2 is optionally substituted heteroaryl, 
optionally substituted heterocyclyl, optionally substituted heterocyclenyl, optionally substituted 
cycloalkyl, optionally substituted cycloalkenyl, optionally substituted fused 

5 heteroarylheterocyclyl, optionally substituted fused heteroarylheterocyclenyl, optionally 

substituted fused heteroarylcycloalkenyl, optionally substituted fused heteroarylcycloalkyl, fused 
arylheteroclyl, optionally substituted fused arylheterocyclenyl, or optionally substituted aryl. 

3. A compound according to claim 1 wherein L, is absent, optionally substituted alkylene, 
10 optionally substituted alkenylene, -C(0)NR 5 -, -S(0)p-, -C(O)-, -C(0)Y-C(X)Y-, -C(0)0-, 

C(0)NR 5 -S(0)p-, -C(0)-C(0)NR 5 S(0)p-, -S(0)pNR s -, -C(0)-alkylene-0-, -C(0)-alkenylene-0-, 
-S(0)p-alkenylene-, -S(0)p-alkylene- -C(0)-alkylene-C(0)-, -C(0)-alkylene-S(0)p-, -S(0)p- 
alkylene-C(O)- -C(0)-aIkylene, -C(0)-alkenylene-, - alkylene-C(0)NR 5 -, methylene, -S(0)p- 
alkenylene-,-C(0)C(0)NR 5 or -C(0)CH(OH)-aIkylene-. 

15 

4. A compound according to claim 1 wherein Cy n is optionally substituted aryl, heteroaryl, 
optionally substituted heterocyclyl, optionally substituted heterocyclenyl, optionally substituted 
cycloalkyl, optionally substituted cycolalkenyl, optionally substituted fused arylcycloalkyl, 
optionally substituted fused arylcycloalkenyl, optionally substituted fused arylheterocyclyl, 

20 optionally substituted fused arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyl, 
optionally substituted fused heteroarylcycloalkenyl, optionally substituted fused 
heteroarylheterocyclyl or optionally substituted fused heteroarylheterocyclenyl. 

5. A compound according to claim 1 wherein R 4 is alkoxyalkyl, alkylthioalkyl, 

25 alkylsulfinylalkyl, alkylsulfonylalkyl, alkoxycarbonylalkyl, hydroxyalkyl, acylalkyl, acylaminoalkyl 
or carbamoylalkyl; and R^ is hydrogen and. wherein R 2 alkoxyalkyl, alkoxycarbonylalkyl, 
carboxyalkyl, hydroxyalkyl or heterocyclylalkyloxycarbonyl, and R 2a is hydrogen. 

6. A compound according to claim 1 wherein 
30 A is N; 

G t is l^-Cy, and G 2 is L 2 -Cy 2 ; 

and L 2 are independently absent, methylene, ethylene, sulfonyl, alkylenesulfonyl or alkylene; 
Cy 1 is thiaheteroaryl, thiaheterocyclyl, thiaheterocyclenyl, fused thiaheteroarylcycloalkyl, fused 
thiaheteroarylcycloalkenyl, fused heteroarylthiacycloalkyl or fused heteroarylthiacycloalkenyl, 
35 thiophen-isoxazolyl, thieno-pyridineyl, benzo-thiophen, indolyl, morholinyl, aminopyridine- 
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benzyl, pyrimidin-benzyl, aminoquinazolin, pyrimidin-piperidin, thiophen-pyrazol, thiophen- 
oxadiazol, thiophen-thiadiazol, thiophen-triazol, thiophen-pyridin, phenyl-triazol optionally 
substituted aryl, optionally substituted heteroaryl, optionally substituted cycloalkyl, optionally 
substituted cycloalkenyl, optionally substituted heterocyclyl, optionally substituted 

5 heterocyclenyl, optionally substituted fused arylcycloalkyl, optionally substituted fused 
arylcycloalkenyl, optionally substituted fused arylheterocyclyl, optionally substituted fused 
arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyl, optionally substituted fused 
heteroarylcycloalkenyl, optionally substituted fused heteroarylheterocyclyl or optionally 
substituted fused heteroarylheterocyclenyl; 

10 Cy 2 is amino-quinazolin. benzhydrylidene-amino, pyrrolo-pyridin, bipyridinyl, pyridin-benzyl, 
thiophenyl, thiophen-benzyl, optionally substituted aryl, optionally substituted heteroaryl, 
optionally substituted cycloalkyl, optionally substituted cycloalkenyl, optionally substituted 
heterocyclyl, optionally substituted heterocyclenyl, optionally substituted fused arylcycloalkyl, 
optionally substituted fused arylcycloalkenyl, optionally substituted fused arylheterocyclyl, 

15 optionally substituted fused arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyl, 
optionally substituted fused heteroarylcycloalkenyl, optionally substituted fused 
heteroarylheterocyclyl, optionally substituted fused heteroarylheterocyclenyl, azaheteroaryl, 
azaheterocyclyl, azaheterocyclenyl, fused azaheteroarylcycloalkyl, fused 
azaheteroarylcycloalkenyl, fused heteroarylazacycloalkyl or fused heteroarylazacycloalkenyl; 

20 R 3 and taken together form O or S; 

R 2 and R 2a are independently selected from hydrogen, alkyl, aminoalkyl, alkylaminoalkyl, alkoxy, 
alkoxyalkyl, alkoxyaminoalkyl, cycloalklalkylamino, benzyloxyalkyl, isopropyl, aminomethyl, 
methoxyethylaminomethyl, piperazin, pyrrolidin, ethoxymethyl, benzyloxymethyl, 
methoxymethyl, isobutyl, isopropylamino or isopropylaminomethyl, provided that R 2 and R^ are 

25 not each hydrogen, or carboxy, alkoxycarbonyl, Y^NCfO)-, wherein Y^ and Y 2 are defined as 
in claim 1, optionally substituted alkyl, optionally substituted aryl, optionally substituted aralkyl, 
optionally substituted heteroaryl and optionally substituted heteroaralkyl; or R, and R 2 together 
with the carbon atoms through which R t and R 2 are linked form a cycloalkyl group, cycloalkenyl 
group, heterocyclyl group, or heterocyclenyl group; or R 1a and R^ are absent and R A and R 2 

30 together with the carbon atoms through which R, and R 2 are linked form an aryl or heteroaryl 

group; or R 2 and R 2a taken together with the carbon atom through which they are linked form a 3 
to 7 membered cycloalkyl or cycloalkenyl group; 

R 1 and R 1a are independently selected from hydrogen, carboxy, alkoxycarbonyl, Y 1 Y 2 NC(0)-, 
wherein Y, and Y 2 are defined as in claim 1, optionally substituted alkyl, optionally substituted 
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aryl, optionally substituted aralkyl, optionally substituted heteroaryl and optionally substituted 
heteroaralkyl; 

or R t and R 1a taken together with the carbon atom through which they are linked form a 3 to 7 
membered cycloalkyl or cycloalkenyl group; 

5 R 4 and are independently selected from hydrogen, carboxy, alkoxycarbonyl, Y^NCfO)-, 
wherein Y, and Y 2 are defined as in claim 1, optionally substituted alkyl, optionally substituted 
aryl, optionally substituted aralkyl, optionally substituted heteroaryl and optionally substituted 
heteroaralkyl or R4 and R^ taken together with the carbon atom through which they are linked 
form a 3 to 7 membered cycloalkyl or cycloalkenyl group, or R4 and R 4a taken together form O or 

10 S; 

and m and n are each 1 . 

7. A compound according to claim 6 wherein 
A is N; 

15 G, is L n -Cy, and G 2 is L 2 -Cy 2 ; 
1^ is sulfonyl or alkylenesulfonyl; 
L 2 is absent, methylene, ethylene or alkylene; 

Cy! is thiaheteroaryl, thiaheterocyclyl, thiaheterocyclenyl, fused thiaheteroarylcycloalkyl, fused 
thiaheteroarylcycloalkenyl, fused heteroarylthiacycloalkyl or fused heteroarylthiacycloalkenyl, 

20 thiophen-isoxazolyl, thieno-pyridineyl, benzo-thiophen, indolyl, morholinyl, optionally substituted 
aryl, optionally substituted heteroaryl, optionally substituted cycloalkyl, optionally substituted 
cycloalkenyl, optionally substituted heterocyclyl, optionally substituted heterocyclenyl, optionally 
substituted fused arylcycloalkyl, optionally substituted fused arylcycloalkenyl, optionally 
substituted fused arylheterocyclyl, optionally substituted fused arylheterocyclenyl, optionally 

25 substituted fused heteroarylcycloalkyl, optionally substituted fused heteroarylcycloalkenyl, 
optionally substituted fused heteroarylheterocyclyl or optionally substituted fused 
heteroarylheterocyclenyl; 

Cy 2 is amino-quinazolin, benzhydrylidene-amino, pynrolo-pyridin, optionally substituted aryl, 
optionally substituted heteroaryl, optionally substituted cycloalkyl, optionally substituted 

30 cycloalkenyl, optionally substituted heterocyclyl, optionally substituted heterocyclenyl, optionally 
substituted fused arylcycloalkyl, optionally substituted fused arylcycloalkenyl, optionally 
substituted fused arylheterocyclyl, optionally substituted fused arylheterocyclenyl, optionally 
substituted fused heteroarylcycloalkyl, optionally substituted fused heteroarylcycloalkenyl, 
optionally substituted fused heteroarylheterocyclyl, optionally substituted fused 

35 heteroarylheterocyclenyl, azaheteroaryl, azaheterocyclyl, azaheterocyclenyl, fused 
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azaheteroarylcycloalkyl, fused azaheteroarylcycloalkenyl, fused heteroarylazacycloalky! or 

fused heteroarylazacycloalkenyl; 

R 3 and taken together form O or S; 

R 2 and R 2a are independently selected from hydrogen, alkyl, aminoalkyl, alkylaminoalkyl, alkoxy, 
5 alkoxyalkyl, alkoxyaminoalkyl, cycloalklalkylamino, benzyloxyalkyl, isopropyl, aminomethyl, 
methoxyethylaminomethyl, piperazin, pyrrolidin, ethoxymethyl, benzyloxy methyl, 
methoxymethyl, isobutyl, isopropylamino or isopropylaminomethyl, provided that R 2 and R 2a are 
not each hydrogen; 

Ri. Ria. R4 and R4 a are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
10 Y 1 Y 2 NC(0)-, wherein Y, and Y 2 are defined as in claim 1 , optionally substituted alkyl, optionally 
substituted aryl, optionally substituted aralkyl, optionally substituted heteroaryl and optionally 
substituted heteroaralkyl; 

or the pairs R, and R la taken together with the carbon atom through which they are linked form 
a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 4 and R 4a taken together with the 
15 carbon atom through which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl 
group; 

and m and n are each 1 . 

20 8. A compound according to claim 6 wherein 
A is N; 

G, is L r Cy, and G 2 is L 2 -Cy 2 ; 

L, and L 2 are independently absent, methylene, ethylene or alkylene; 

Cy, is thiophen-isoxazolyl, aminopyridine-benzyl, benzo-thiophen, pyrimidin-benzyl, 

25 aminoquinazolin, pyrimidin-piperidin, optionally substituted aryl, optionally substituted 

heteroaryl, optionally substituted cycloalkyl, optionally substituted cycloalkenyl, optionally 
substituted heterocyclyl, optionally substituted heterocyclenyl, optionally substituted fused 
arylcycloalkyl, optionally substituted fused arylcycloalkenyl, optionally substituted fused 
arylheterocyclyl, optionally substituted fused arylheterocyclenyl, optionally substituted fused 

30 heteroarylcycloalkyl, optionally substituted fused heteroarylcycloalkenyl, optionally substituted 
fused heteroarylheterocyclyl or optionally substituted fused heteroarylheterocyclenyl; 
Cy 2 is bipyridinyl, amino-quinazolin, pyridin-benzyl, thiophenyl, thiophen-benzyl, pyrrolo-pyridin, 
optionally substituted aryl, optionally substituted heteroaryl, optionally substituted cycloalkyl, 
optionally substituted cycloalkenyl, optionally substituted heterocyclyl, optionally substituted 

35 heterocyclenyl, optionally substituted fused arylcycloalkyl, optionally substituted fused 
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arylcycloalkenyl ( optionally substituted fused arylheterocyclyl, optionally substituted fused 
arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyl, optionally substituted fused 
heteroarylcycloalkenyl, optionally substituted fused heteroarylheterocyclyl or optionally 
substituted fused heteroarylheterocyclenyl; 
5 R 3 and Rsa taken together form O or S; and 
R 4 and R^ taken together form O or S; 

R 1t R 1fll R 2 , R^, are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
Y^NCfO)-, wherein Y, and Y 2 are defined as in claim 1, optionally substituted alkyl, optionally 
substituted aryl, optionally substituted aralkyl, optionally substituted heteroaryl and optionally 

10 substituted heteroaralkyl; or R, and R 2 together with the carbon atoms through which R 1 and R 2 
are linked form a cycloalkyl group, cycloalkenyl group, heterocyclyl group, or heterocyclenyl 
group; or R 1a and R 2a are absent and R t and R 2 together with the carbon atoms through which 
R, and R 2 are linked form an aryl or heteroaryl group; or one or more of the pairs R^ and R 1a 
taken together with the carbon atom through which they are linked form a 3 to 7 membered 

15 cycloalkyl or cycloalkenyl group; or R 2 and R 2a taken together with the carbon atom through 
which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; 
and m and n are each 1 . 



9. A compound according to claim 6 wherein 
20 A is N; 

d is L 1 -Cy 1 and G 2 is L 2 -Cy 2 ; 

L, and L 2 are independently absent, methylene, ethylene or alkylene; 

Cy, is thiophen-isoxazol, thiophen-pyrazol, thiophen-oxadiazol, thiophen-thiadiazol, thiophen- 
triazol, thiophen-pyridin or phenyl-triazol; 
25 Cy 2 is amino-quinazolin or pyrrolo-pyridin; 
R 3 and R^ taken together form O or S; 

Ri. Ria, R 2 . R 2a . R4 and R^ are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
Y,Y 2 NC(0)-, wherein Y, and Y 2 are defined as in claim 1, optionally substituted alkyl, optionally 
substituted aryl, optionally substituted aralkyl, optionally substituted heteroaryl and optionally 

30 substituted heteroaralkyl; or R, and R 2 together with the carbon atoms through which R 1 and R 2 
are linked form a cycloalkyl group, cycloalkenyl group, heterocyclyl group, or heterocyclenyl 
group; or R 1a and R 2a are absent and R, and R 2 together with the carbon atoms through which 
R, and R 2 are linked form an aryl or heteroaryl group; or one or more of the pairs R^ and R 1a 
taken together with the carbon atom through which they are linked form a 3 to 7 membered 

35 cycloalkyl or cycioalkenyl group; or R 2 and R^ taken together with the carbon atom through 
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which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 4 and R 4a 
taken together with the carbon atom through which they are linked form a 3 to 7 membered 
cycloalkyl or cycloalkenyl group; and m and n are each 1 . 

10. A compound according to claims 1, 6, 7, 8 and 9 wherein Cy 2 is optionally substituted 
with one or more groups selected from amino, carbamoyl, acylamino, heteroaryl, 
heterocyclenyl, heterocyclyl, alkyl, amidino, alkyloxycarbonyl, hydroxy, alkoxy, aryl, isourea, 
guanidino, acylhydrazino, acyl, cyano, carboxy, sulfamoyl, or halo. 

11. A compound according to claims 1 , 6, 7, 8 and 9 wherein Cy, is optionally substituted 
with one or more groups selected from amino, halo, hydroxyl, aryl, heteroaryl, amidino, alkyl, 
acylamino, carbamoyl, cyano, alkoxy, nitro, carbamate, sulfamyl. 

12. A compound according to claim 1 having the formula II 



or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof, 

wherein R„ R 1a . R 2 , R*. R<, R4a. Cy 1( Cy 2 , L lf and L 2 are as defined in formula I. 

13. A compound according to claim 12 wherein Cy 2 contains at least one nitrogen atom and 
when Cy 2 is optionally substituted aryl, optionally substituted cycloalkyl, optionally substituted 
cycloalkenyl, optionally substituted fused phenylcycloalkyl or optionally substituted fused 
phenylcycloalkenyl, then said nitrogen atom is a basic nitrogen atom. 




II 



14. A compound according to claim 1 having the formula Ha 
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/Cy t 

1 

■ R 4 



E 



Ma 



or a pharmaceutically acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 

N-oxide thereof, a hydrate thereof or a solvate thereof, 

wherein 

: 5 Ri, Ria, R 2 . R 2a , R4 and R^ are independently selected from hydrogen, alkyl, alkoxyalkyl, 

aminoalkyl, aminoalkylalkoxy, carboxy, alkoxycarbonyl, Y^NCfO)-, optionally substituted alkyl, 
optionally substituted aryl, optionally substituted aralkyl, optionally substituted heteroaryl and 
optionally substituted heteroaralkyl, or R, and R 1ai R 2 and R 2a or R 4 and R4a taken together form 
O or S; or R, and R 2 together with the carbon atoms through which R, and R 2 are linked form a 

10 cycloalkyl group, cycloalkenyl group, heterocyclyl group, or heterocyclenyl group; or R la and R 2a 
are absent and R, and R 2 together with the carbon atoms through which R, and R 2 are linked 
form an aryl or heteroaryl group; or one or more of the pairs R y and R 1a taken together with the 
carbon atom through which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl 
group; or R 2 and R 2a taken together with the carbon atom through which they are linked form a 3 

15 to 7 membered cycloalkyl or cycloalkenyl group; or R 4 and R^ taken together with the carbon 
atom through which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; 
Cy, are independently selected from isoxazolyl, thiophenyl, thiophenyl-isoxazolyl, obtionally 
substituted by halogen, optionally substituted aryl, optionally substituted heteroaryl, optionally 
substituted cycloalkyl, optionally substituted cycloalkenyl, optionally substituted heterocyclyl, 

20 optionally substituted heterocyclenyl, optionally substituted fused arylcycloalkyl, optionally 
substituted fused arylcycloalkenyl, optionally substituted fused arylheterocyclyl, optionally 
substituted fused arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyl, optionally 
substituted fused heteroarylcycloalkenyl, optionally substituted fused heteroarylheterocyclyl and 
optionally substituted fused heteroarylheterocyclenyl; 

25 L, is absent, methylene, O, NR 5 , -S(0)p- f -S(0)pNR 5 -, -C(X)Y- or -L 3 -Q-L 4 -Q'-L 5 -, -C(0)Y- 
C(X)Y-, 

-C(X)YC<0)-, -C(C)NR 5 -S(0)p-, or -C(0)C(0)NR 5 S(0)p-; p is 1 or 2, and 
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XN 

N 



E is alkoxycarbonyl, carbamoyl, acyl, alkyl. pyridinyl, amidino; NR 12 Ri 2 wherein R 12 

and R 12 . are independently selected from hydrogen or optionally substituted lower alkyl; or 




R15 wherein R 15 is selected from halogen, alkoxy, alkylthio and Y^N-, wherein 
Y, and Y 2 are independently, hydrogen, alkyl and aralkyl. 

15. A compound according to claim 1 having the formula lib 



L 



/ cy ' 



R1 v ^ /■* 



R 2 a 



I! y. 

n — y 




R14 



R13 | |b 

or a pharmaceutically acceptable salt thereof, pharmaceutically acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof, wherein 

Ri. Ria. R 2 . R2a. R4 and R^ are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
Y,Y 2 NC(0)-, optionally substituted alkyl, optionally substituted aryl, optionally substituted 
aralkyl, optionally substituted heteroaryl and optionally substituted heteroaralkyl, or R, and R 1a , 
R 2 and R 2a or R, and R« a taken together form O or S; or R, and R 2 together with the carbon 
atoms through which R, and R 2 are linked form a cycloalkyl group, cycloalkenyl group, 
heterocyclyl group, or heterocyclenyl group; or R 1a and R^ are absent and R, and R 2 together 
with the carbon atoms through which R, and R 2 are linked form an aryl or heteroaryl group; or 
one or more of the pairs R, and R 1a taken together with the carbon atom through which they are 
linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 2 and R^ taken together 
with the carbon atom through which they are linked form a 3 to 7 membered cycloalkyl or 
cycloalkenyl group; or R 4 and R^ taken together with the carbon atom through which they are 
linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; 
Cy, are independently selected from optionally substituted aryl, optionally substituted 
heteroaryl. optionally substituted cycloalkyl, optionally substituted cycloalkenyl. optionally 
substituted heterocyclyl, optionally substituted heterocyclenyl. optionally substituted fused 
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arylcycloalkyl, optionally substituted fused arylcycloalkenyl, optionally substituted fused 
arylheterocyclyl, optionally substituted fused arylheterocyclenyl, optionally substituted fused 
heteroarylcycloalkyl, optionally substituted fused heteroarylcycloalkenyl, optionally substituted 
fused heteroarylheterocyclyl and optionally substituted fused heteroarylheterocyclenyl; 
5 U is absent, O. NR 5 , -S(0)p-, -S(0)pNR 5 -, -C(X)Y- or -L 3 -Q-L 4 -Q'-L 5 - -C(0)Y-C(X)Y-, - 
C(X)YC(0)-, 

-C(C)NR 5 -S(0)p-, or -C(0)C(0)NR 5 S(0)p-; and 

R 13 and R 14 are independently hydrogen, lower alkyl, aryl, heteroaryl, amino, acylaminoalkyl, 
alkoxycarbonylalkyl, carbamoylalkyl or alkoxyalkyl; or R 13 and R 14 together with the carbon 
10 atoms through which R 13 and R 14 are linked form a cycloalkyl group, cycloalkenyl group, 
heterocyclyl group, heterocyclenyl group, aryl group or heteroaryl group. 

16. A compound according to claim 1 having the formula lie 



15 or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof, wherein: 

Cy, is thiaheteroaryl, benzothiopheneyl or azaheteroaryl, which are unsubstituted or substituted 
by halogen, 

L, is -S(0) 2 -, -S(0) 2 -alkylene-, -S(0) 2 -alkyenlene- or -S(0) 2 -alkynylene-; 
20 R lt R 1a , R 2 . R 2a are independently hydrogen, alkyl, alkoxyalkyl, aminoalkyl, aminoalkylalkoxy, 
carboxyl, alkoxycarbonyl, or carbamoyl; L 2 is methylene; and 

Cy 2 is azaheteroaryl, azaheterocyclyl, azaheterocyclenyl, fused azaheteroarylcycloalkyl, 
fused azaheteroarylcycloalkenyl, fused heteroarylazacycloalkyl or fused 
heteroarylazacycloalkenyl. 




Cy ! 



Cy 2 



lie 



25 



17. A compound according to claim 1 having the formula lid 
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wherein R 17 and R 18 are independently hydrogen or halogen; 
J t is S or NH; 
J 2 is CH or N; and 
5 R 2 is hydrogen, alkyl, carboxyl, alkoxycarbonyl, or carbamoyl. 

18. A compound according to claim 12 wherein L 1 and L 2 independently are methylene, 
ethylene, propylene or butenylene; R 1t R la , R 2 , R 2a are independently hydrogen, alkyl, 
alkoxyalkyl, aminoalkyl, aminoalkylalkoxy, carboxyl, alkoxycarbonyl, or carbamoyl; Cy, is 

10 heteroaryl, thiaheteroaryl, biheteroaryl, thiophenyl, isoxazolyl, isoxazolyl-thiophenyl or 
azaheteroaryl, which are unsubstituted or substituted by halogen; Cy 2 is azaheteroaryl, 
quinazolin, amino-quinazolin or 4-aminoquinazolin. 

19. A compound according to claim 1 selected from the group consisting of 
1 5 5-Chloro-2-chlorosulfonyl-indole-1 -carboxylic acid tert-butyl ester, 

6-Chloro-2-chlorosulfonyl-indole-1-carboxylic acid tert-butyl ester, 

3- (5-Chloro-thiophen-2-yl)-3-oxo-propionic acid tert-butyl ester, 
Methyl-6-Chloro-benzofurancarboxylate, 
2-CyclopentyI-3-oxo-piperazine-1 -carboxylic acid benzyl ester, 

20 (+/-)-cis-4-benzyloxycarbonyl-decahydroquinoxalin-2-one, 

5- Methyl-3-oxo-2-propyl-piperazine-1 -carboxylic acid tert-butyl ester, 

4- [4-Amino<|uinazolin-7-ylmethyl]-5-methyl-3-oxo-2-propyl-piperazine, 
(f?)-3-Methoxymethyl-5-oxo-piperazine-1 -carboxylic acid allyl ester, 

6- lsopropyl-piperazin-2-one, 

25 9-(4-Aminoquinazolin-7-ylmethyl)-6,9-diaza-spiro[4,5]decan-10-one, 
( + /„)-ci s ^4-benzyloxycarbonyl-decahydroquinoxalin-2-one, 
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(+/0-cis-1-(4-Amino-quinazolin-7-ylmethyl)-decahydroquinoxalin-2-one If 

( + /.)-t ran s-4-benzyloxycarbonyl-decahydroquinoxalin-2-one I 

(+/-)4rans-1-(4-Amino<|uinazolin^ 

4-Benzyloxycarbonyl-3-(S)-(2-methylsulfanyl-ethyl)-piperazin-2-one t 

1.(4-Amino^uinazolin-7-ylmethyl)-3-(SH2-methylsulfanyl-ethyl) 

(R).1.(4.Amino-quinazolin-7-ylmethyl)^-(5-chloro-1H-indole-2-sulfony 

2-one, 

(R)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thioph 
piperazin-2-one, 

(R)-1-(4-Amino-quinazolin-7-ylmett^^ 
piperazin-2-one, 

(R/S)1-(4-Amino-quinazolin-7-ylmetW 
piperazine-2-carboxylic acid ethyl ester, 
(R)-1-(4-Amino^uinazolin-7-yImethyl)^ 
piperazin-2-one, 

(R)-1-(4-Amino-quinazolin-7-ylmet^ 
ptperazin-2-one, 

(R)-1-(4-AminoKiuinazolin-7-ylme^^ 
2-one, 

(4aRS f 8aSR)-1-(4-Amino^ 
ortahydro-quinoxalin-2-one, 

(R)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-chIoro-1H-indole-2-sulfony^ 
piperazin-2-one, 

1 -(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indole-2-suIfonyl)-piperazin-2-one 

1- (4-Amino^uinazolin-7-ylmethylM^ 
[1-(4-Amino-quinazolin-7-ylmethyl)-4^ 

2- (S)-y!]-acetic acid, 

[1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene 
2-(S)-yl]-acetic acid tert-butyl ester, 

(R)-1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H4>enzoimidazole-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one, 

(+/.)-1-(4.Amino^uinazolin-7-ylmethyl)-4-(6-chloro-benzo 
piperazine-2-carboxylic acid (2-pyrrolidin-1-yl-ethyl)-amide l 
(+/_).1_(4-AminoH}uinazolm^^ 

piperazine-2-carboxylic acid 2-pyrrolidin-1-yl-ethyl ester, 



WO 01/07436 PCT7IB00/01156 

419 

(S)-1 -(4-Am!no<|uinazoli^ 
methoxymethyl-piperazin-2-one, 

(s)-1-(4-Amino-quinazolin-7-ylmetW 
methoxy methy l-piperazin-2-one , 

4^4-Amino-quinazolin-7-ylmethyl)-(2S)-methoxymethyl-3-oxo-piperazine-1 -sulfonic acid (4- 
chloro-phenyl)-amide, 

1- (4-Amino^uinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-s 

2- carboxylic acid 2-imidazol-1-yl-ethyl ester, 
( + /.).1_(4-Amino^uinazolin-7-y!methylH-(6^hloro-benzo[b^ 
piperazine-2-carboxylic acid 2-morpholin-4-yl-ethyl ester, 
(+/-)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene^ 
piperazine-2-carboxylic acid pyrrolidin-2-ylmethyl ester, 
(+/.)-1-(4-Amino-quinazolin-7-ylmethyO 

piperazine-2-carboxylic acid 2-methylamino-ethyl ester, 
(R)- l-(4-Amino-quinazolin-7-ylm^ 
piperazin-2-one, 

(S)- 1-(4-Amino^uinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene 
piperazin-2-one, 

(R)- l-(4-Amino^uinazolin-7-ylmethylM-^^^ 
piperazin-2-one, 

(R)- 1-(4-Amino^uinazolin-7-ylmethyl)-4^^ 
piperazin-2-one, 

(S)- 1^4-Amino^uinazolin-7-ylmethyl)^ 
piperazin-2-one, 

(R)- i-(4-Amino<iuinazo!in-7-ylm^ 
one, 

(S)- l-(4-Amino<|uinazolin-7-ylmethylM-(^ 
one, 

(R)- 1 -(4-Amino-quinazolin-7-yImethyl)-4-(5-chloro-1 H-indole-2-suIfonyl)-6-isobutyl-piperazin-2- 
one, 

(S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indole-2-suIfonyl)-6-isobutyl-piperazin-2- 
one, 

(R)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chioro-1 H-indole-2-sulfonyl)-6-methyl-piperazin-2- 
one, 
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(S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-indole-2-sulfonyl)-6-methy!-piperazin-2- 
one, 

(R). 1 .(4-Amino-quinazolin-7-ylmethyI)-4-(6-chloro-1 H-indo!e-2-sulfonyl)-6-isobutyl-piperazin-2- 
one, 

(S)- i-(4-Amino-quinazoHn-7-ylm^ 
one, 

(R). 1 .(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-6-methyl- 
piperazin-2-one, 

(S)- i-(4-AminoKiuinazolin-7-ylme^ 
piperazin-2-one, 

(R)- 1 .(4-Amino-quinazolin-7-ylmethyl)-4-(6-chioro-1 H-benzoimidazole-2-su!fonyl)-6-isobutyl- 
piperazin-2-one, 

(S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-6-isobutyl- 
piperazin-2-one, 

1 -(4-Amino-quinaz6lin-7-ylme^ 
one, 

1.(4-Amino^uinazolin-7-ylmethyl)^ 
ethyl)-piperazin-2-one, 
1-(4-Amino-quinazolin-7-ylmethylM^^^ 
piperazin-2-one, 

1- (4-Amino-quinazolin-7-ylmethyl)^-(6-chloro4hieno[2 1 3-b]pyridin-2.ylm 
piperazin-2-one, 

2- [4-(4-Amino-quinazolin-7-ylmethyl)-3-oxo(S)-2-propyl-piperazin-1-ylm 
1-carboxylic acid tert-butyl ester, 
1-(4-Amino^uinazoIin-7-ylmethylM^^ 

one, 

1-(4-Amino^uinazolin-7-ylmethyO 
one, 

9- (4-Amino^uinazolin-7-y!methyI^^ 

10- one, 

(4aRS,8aSR)-1-(4-AminoKiuinazoiin-7-y!methylH-t3-(5-chloro-thioph 
quinoxalin-2-one, 

(4aRS,8aSR)-1-(4-Amino<|uinazolin-7-ylmethyO 
quinoxalin-2-one, 
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1.(4-Amino^uinazolin-7-ylmethylH-(5-chloro-1H-indol-2-ylmethyl)-3(S)-isobutyl-piperazin-2- 
one, 

1- (4-Amino^uinazolin-7-ylmethyl)-4-(7-chloro-isoquinolin-3-ylmethyl)-3(S)-isobutyl-piperazin-2- 
one, 

3.[4.(4-Amino^uinazolin-7-ylmethyl)-(2S)-methoxymethyl-3-oxo-piperazin-1-ylmethyl]- 
benzamidine, 

(4aRS,8aRS)-1-(4-Amino-quinazolin-7-ylmethylH-(5-chloro-1H-indol-2-ylmethyl)-octahydro- 
quinoxalin-2-one, 

(4aRS,8aRS)-1-(4-Amino-quinazolin-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-allyl]-octahydro- 
quinoxalin-2-one, 

(4aRS,8aRS)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(7-chloro-isoquinolin-3-ylmethyl)-octahydro- 
quinoxalin-2-one, 

2- [4-(4-Amino-quinazolin-7-ylmethyl)-1-(7-chloro-isoquinolin-3-ylmethyl)-3-oxo-piperazin-2-(S)- 
yl]-N-methyl-acetamide, 

2- [4-(4-Amino<|uinazolin-7-ylmethyl)-1-(7-chloro-isoquinolin-3-ylmethyl)-3K)XO-piperazi 
yl]-acetamide, 

2^4-(4-Amino-quinazolin-7-ylmethyl)-1-[3-(5-chloro-thiophen-2-yl)-allyl]-3-oxo-piperazin-2-(S)- 
yl}-acetamide, 

2^4K4-Amino-quinazolin-7-ylmethyl)-1-[3-(5-chloro-thiophen-2-yl)-allyl]-3-oxo-piperazin-2-(S)- 
yl}-N-methyl-acetamide, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-allyl]-3(S)-isobutyl-piperazin-2- 
one, 

(s)-1-(4-Amino-quinazolm-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-allyl]-6-methoxymethyl- 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-(4-amino-thieno[3,2-d]pyrimidin-6-ylmethyl)-3(S)- 
methoxymethyl-piperazin-2-one, 

1-(4-Amino<iuinazolin-7-ylmethyl)-3-(S)-methoxymethyM-(4-pyrimidin-4-yl-benzyl)-piperazin-2- 
one, 

4-t4-(2-Amino-pyrimidin^yl)-benzyl]-1-(4-amino<|uinazolin-7-ylmethyl).3-(S)-methoxymethyl- 
piperazin-2-one, 

3- AmincH5-[4^4-amino^uinazolin-7-ylmethyl)-2(S)-methoxymethyl-3<)Xo-piperazin-1-ylrnethyl]- 
thiophene-2-carbonitrile, 

1-(4-Amino^uinazolin-7-ylmethyl)^-[3-(5-chloro-thiophen-2-yl)-allyl]-3(S)-(2-methoxy-ethyl)- 
piperazin-2-one, 
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3^3-[4-(4-Amino-quina^ 

propenyl}-benzonitrile t 

3^3-[4-(4-Amino-quinazolin-7-ylmethyO 

propenyl}-benzamidine f 

1-(4-Amino-quinazolin-7-ylmethyl)^^ 

one, 

1 -(4-Amino-quinazo!in-7-ylm^^ 

1-[4-(4-Aminoquinazoline-7-ylmethy^^^^ 

yl)-propane-1 ^.dione, 

1-[4-(4-Aminoquinazoline-7-ylme^ 

yl)-2-fluoro-propane-1 t 3 f dione, 

1-(4-Amino-quinazolin-7-yImetW^ 

ethyl)-piperazin-2-one, 

1-(4-Amino^uinazolin-7-ylmethyl^^^ 

methanesulfinyl-ethyO-piperazin-2-one, 

1-(4-Amino<|uinazolin-7-ylme^^ 

methanesulfony!-ethyl)-piperazin-2-one, 

1-(4-Amino^uinazo!in-7-ylmethylM^^ 

dimethylaminomethyl-piperazin-2-one, 

1 -(4-Amino-quinazolin-7-ylm^ 

methoxymethyl-piperazin-2-one, 

1-(4-Amino-2-methyUquinazolin-7-ylmethyl)^-[(5-chloro-thioph 
piperazin-2-one, 

1-(4-Amino<iuinazolin-7-ylmethy^ 
propyl-piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzofuran-2-carbonyl)-3( 

ethyl)-piperazin-2-one, 

1-(4-Amino<|u*mazo!in-7-ylmethyO 

piperazin-2-one 

1-(4-Amino<iuinazolin-7-ylmethyO 

(S)-3-propyl-piperazin-2-one, 

1-(4-Amino<|uinazolin-7-ylmethyl)^ 

(S)-3-propyl-piperazin-2-one, 

1-(4-Amino^uinazolin-7-ylmet^ 

propyl-piperazin-2-one , 
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1-(4-Amino^uinazolin-7-ylmethyI)^-[(5-chloro-thiophen-3-yloxy)-ace 
propyl-piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethylH-[3-(5-chloro-thiophen-2-yl)-acryloyl]-^ 
propyl-piperazin-2-one, 
5 1-(4-Amino-quinazolin-7-ylmethyl)^-[(5-chloro4hiophen-2-yloxy)-acety^ 
propyl-piperazin-2-on, 

1-(4-Amino-quinazolin-7-yimethyl)^-(5-chloro-benzofuran-2-carbonyl)-3(S)-propyl-p 
one, 

3^2-[4-(4-Amino^uinazolin-7-ylmethyl)-2-(S)-methoxymethyl-3^ 
10 ethyl}-benzamidine, 

3- {2-[4-(4-Amino^uinazolin-7-ylmethyl)-3 

4- [3-(4-Amino-cyclohexyl)-acryloyl]-1-(4-amino-quinazolin-7-ylmethyl)-(3S)-prop 
one, 

1-(4-Amino<juinazolin-7-ylmethylM-(6-chto^^ 
15 piperazin-2-one f 

1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzofuran-2-carbonyl)-3(S)-propyl-pipe 
one trifluoroacetate, 
1-[4-(4-Amino-quinazolin-7-ylme^ 
propane-1 ,3-dione, 

20 4-[(5-Amino-pyridin-2-yloxy)-acetyl]-1-(4-amino<M 
piperazin-2-one, 

1-(4-Amino^uinazolin-7-ylmethylM4(5-ch^^ 
piperazin-2-one, 

3^3-[4-(4-Amino^uinazolin-7-ylmethyl)-3-oxo-p^ 
25 3^3-[4-(4-AminoH^uinazolin-7-ylmethyl)-(2S)-methoxymethyl-3-oxo-pipera^ 
propyll-benzamidine, 

1-(4-Amino<|uinazolin-7-ylmethyl)^-(4-imto 

(6^2-[4^4-Amino^uinazolin-7-ylmethyl)-(S)-2-methoxymethyl-3-oxo-pipers^ 
ethoxy}-pyridin-3-yl)-carbamic acid tert-butyl ester, 
30 (4aRS,8aSR)-1-(4-Amino-quinazolirv7-ylmethyl)^[(5^ 
octahydro-quinoxalin-2-one, 

(4aRS,8aRS)-1-(4-AminoKjuinazolin-7-ylmethyl)^[(5-^^ 
octahydro-quinoxalin-2-one, 

(4aRS,8aRS)-1-(4-AminoKjuinazoIin-7-ylmethyl)^-[3^^^ 
35 octahydro-quinoxalin-2-one, 
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1 - (4-Amino^uinazolin-7-ylmem^^ 
propyl-piperazin-2-one , 

1.[4-(4.Amino-quinazolin-7-ylmethyl)-3-oxo-2-propyl-pipera2in-1-y 
propane-1,3-dione, 
5 2^4-(4-Amino-quinazolin-7-ylmeto 
(Sulfacetamide, 

2- {4-(4-Amino-quinazolin-7-ylmethyl)-1^^ 
(Sulfacetamide, 

2^4-(4-Amino-quinazolin-7-ylmethyl)-1-[^ 
10 (SJ-ylfacetamide, 

{4-(4-Amino-quinazolin-7-ylmethyl)-t-K^^ 

ylfacetic acid methyl ester 

2-{4-(4-Amino^uinazolin-7-ylm^ 

(S)-yl}-N-methyl-acetamide, 
15 2^4-(4-Amino-quinazolin-7-ylme 

(S)-yl}-N-methyl-acetamide I 

2- {4-(4-Amino-quinazolin-7-ylmethyl)-1-[3-(5-chloro-thiophen-2-yl)~acry 
(S)-yl}-N-methyl-acetamide, 
4-{3-[4-(4-Amino-quinazonn-7-ylmethy^^^^ 

20 propenylfbenzenesulfonamide, 

N-(543-[4-(4-AmincKjuinazoIin-7-ylmett^^ 
propyl}-pyridin-2-yl)-acetamide, 

1-(4-Amino<juinazo!in-7-ylmethylH-[(5-amino-[1,3 l 4]thiadiazol-2-ylsulfan 
propyl-piperazin-2-one 
25 1-(4-AminoKjuinazolin-7-ylmethylH-[(5-amino-[1 l 3,4]thiadiazol-2-ylsufe 
methoxymethyl-piperazin-2-one, 

3- [4-(4-AmincHiuinazolin-7-ylmethylH2S)-methoxymethyl-3-oxo-pip 
benzamidine, 

1-(4-AminoK?uinazolin-7-ylmethyl)^-[(piperidin-3-yloxy)-acetyl]-piperazin-2-^ 
30 1-(4-AminoH}uinazolin-7-ylmethyl)^^^ 
methoxymethyl-piperazin-2-one, 
(3S)-1-(4-Amino^uinazolin-7-ylmethy^^ 
piperazin-2-one, 

(3S)-1-(4~Amino^uinazolin-7-ylmethyI)^-(5^ 
35 2-one, 
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1 -(4-Amino<iuinazoIin-7-y1^ 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)^^^ 
piperazin-2-one, 
5 N-(5^3-[4-(4-Amino^uinazoIin-7-ylmethyl^^^ 
pyridin-2-yl)-acetamide, 
1-(4-Amino<|uinazolin-7-ylmet^ 
propyl-piperazin-2-one, 
1-(4-Amino<|uinazolin-7-ylmethyl)^-^ 
10 piperazin-2-one, 

1-(4-Amino<|uinazolin-7-ylmethyl)^-[(^^ 
methoxymethyl-piperazin-2-one, 

1- (4-Amino-quinazolin-7-ylmethylM-^ 
piperazin-2-one 

15 1-(4-AminoH3uinazo!in-7-ylmetty^ 
propyl-piperazin-2-one, 
4-[3-(6-Amino-pyridin-3-yl)-aciyloyl]-1^^ 
propyl-piperazin-2-one, 

2- [4-(4-Amino-quinazolin-7-ylmetty^ 
20 yl)-2-oxo-acetamide ( 

2-[4-(4-Amino-quinazolin-7-ylmethyl)-3-o^ 
acetamide, 

1- (4-Amino-quinazolin-7-ylmethy^^ 
propyl-piperazin-2-one, 

25 1-(4-Amino-quinazolin-7-ylmethyl)^-[3-^ 
propyl-piperazin-2-one, 

2- [4-(4-Amino-quinazolin-7-ylmeto 
thiophen-2-yl)-2-oxo-acetamide, 
(S)-H4-Amino^uinazolin-7-ylmethyl^ 

30 piperazin-2-one, 

1 -(4-Amino<|uinazolirv7-ylmethyl)^ 
methoxymethyl-piperazin-2-one, 
4-[3-(6-Amino-pyridin-3-yl)-propionyl]-1^ 
piperazin-2-one, 
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4_[3.(6-Amino-pyndin-3-yl^ 
2-one, 

1-(4-AminoKjuinazolin-7-ylmethy^ 

piperazin-2-one, 
5 N-(5-{3-[4-(4-Amino-quinazolin-7-ylm^ 

methyt-pyridin-2"yl)-acetamide l 

N-(5-{3-[4-(4-Amino-quinazolin-7-ylm^ 

pyridin-2-yl)-acetamide, 

4-[3-(6-Amino-2-methyl-pyridin-3^ 
10 piperazin-2-one 

1-[4-(4-Aminoquinazoline-7-ylmethy^ 

1,3,dione, 

4-[3-(3-Amino-4-chloro-phenyl)-a^ 
methoxymethyl-piperazin-2-one, 
1 5 4-[3-(3-Amino-5-chloro-phenyl)-acryloyl]-1 -(4-amino-quinazolin-7-yImethyl)-(3S)- 
methoxymethyl-piperazin-2-one, 
1 .(4_Amino<|uinazolin-7-y1methyO 
propyl-piperazin-2-one, 

1- (4-Amino^uinazolin-7-ylmethylM^ 
20 propyl-piperazin-2-one, 

1 .(4-Amino-quinazolin-7-ylmeto^ 

2- one, 

1-(4-Amino<|uinazolin-7-ylmethyl)-4^^ 
piperazin-2-one, 
25 1-(4-Amino-quinazolin-7-ylme^ 

1-(4-Amino-quinazolin-7-ylmethyl)^ 
piperazin-2-one, 

1-(4-AmincK^uinazolin-7-ylmethyl)-4-[3-(3-hydroxy-phenyl)-(E)-acryloyl]^ 
piperazin-2-one 
30 1-(4-Amino^uinazolin-7-yImethyl)^ 
piperazin-2-one, 

1-(4-Amino^uinazolin-7-ylmethyl)-^^ 
piperazin-2-one, 

1-(4-Amino^uinazolin-7-ylmethyl)-4-[3^ 
35 piperazin-2-one, 
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1-(4-Amino-quinazolin-7-ylme^ 
methoxymethyl-piperazin-2-one f 
(R)-1-(4-Amino^uinazolin-7-ylmethyl)^ 
piperazin-2-one, 
5 4-[(6-Amino-pyrimidin^-yIoxy)-acetyl]-1^^ 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)^-[(3-chloro-benzenesuifonyl)-acetyl]-piperazin-^ 

1 -[4-(4-Amino-quinazolin-7-ylmethyl)-3-oxo-piperazin-1 -yl]-3-(4-chloro-phenyl)-propane-1 ,3- 

dione 

10 1-(4-Amino^uinazolin-7-ylmethyl)^-[(3^ 
4-[3-(6-Amino-2-methyl-pyridin-3-yl)-ac^^ 
piperazin-2-one, 

1-(4-AminoK]uinazolin-7-ylmethylM-^^ 

1- (4-Amino^uinazolin-7-ylmethyl)^ 
15 piperazin-2-one, 

3- (S)-6-(S)-1-(4-Amino^uinazo1in-7-ylm 
hydroxymethyl-3-methoxymethyl-piperazin-2-one, 

4- [3-(6-Amino-pyridin-3-yl)-acryloyl]-H 

2- one t 

20 4-[3-(2-Amino-pyrimidin«5-yI)-acryloy^ 
2-one t 

1-(4-Amino<juinazolin-7-ylmethyl)^-[3-(3^ 
one, 

4-[3-(3-Amino-phenyl)-acryloyl]-1-(4-amino^uinazolin-7-ylmethyl)-(3S)-m 
25 piperazin-2-one, 

4-[3-(4-Amino-3^hloro-phenyl)-acryloyl^^ 
methoxymethyl-piperazin-2-one, 

1- (4-Amino^uinazolin-7-ylmethyl)^-[(6^ 
piperazin-2-one, 

30 1-(4-Amino<juinazolin-7-ylmethyl)^-[(6^ 

2- one, 

1-(4-Amino^uinazolin-7-ylmethyl)^[3-(5 
piperazin-2-one, 

H4-Amino<juinazolin-7-ylmethyl)^-[(5^ 
35 piperazin-2-one. 
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1 - (4-Amino-quinazolin-7-ylm^ 
one, 

(+/-)-1-(4-Amino-quinazolin-7-ylmethyl)^ 

2- carboxylic acid ethyl ester, 

5 4-[3-(4-Amino-phenyl)-acry1oyl]-1^ 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[(3,4^ 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[^ 
methoxymethyl-piperazin-2-one, 
10 4-[3-(6-Amino-pyridin-3-yl)-acryloylM-^ 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[3-(4-ch^^ 
ethyl)-piperazin-2-one, 
1-(4-AminoK}uinazolin-7-ylmethyl)-4-[3^ 
1 5 ethyl)-piperazin-2-one, 

4-(4-Amino-quinazolin-7-ylmethyl)-(S)-5-meto^ acid 
(4-chloro-phenyl)-amide, 

4-(4-Amino-quinazolin-7-yImethyl)-(S)-5-methyl-3^ acid 
(5-chloro-thiophen-2-yl)amide, 
20 4-(4-AminoKjuinazolin-7-ylmethyl)-2(SHsobutyl-3-oxo-piperazine-1 -carboxylic acid (4-chloro- 
phenyl)-amide, 

4-(4-Amino<iuinazoIin-7-yImethyl)-2-(S)-hydroxymethyl-3-oxo-piperazine-1 -carboxylic acid (4- 
chloro-phenyl)-amide, 

(2S)-4-(4-Amino-quinazolin-7-ylmethyl)-3-oxo-2-propyl-piperazine-1 -carboxylic acid (5-bromo- 
25 thiazol-2-yl)-amide, 

(2S)-4-(4-Amino-quinazolin-7-ylmethyl)-2-methox acid 
(5-chloro-thiazol-2-yl)-amide, 

(2S)^-(4-Amino-quinazolin-7-ylmethyl)-3-oxo-2-propyl-piperazine-1 -carboxylic acid (5-chloro- 
thiazol-2-yl)-amide, 

30 4-(4-Amino<|uinazolin-7-ylmethyl)-(2S)-methoxymethyl-3-oxo-piperazine-1 -carboxylic acid (4- 
hydroxy-phenyl)-amide, 

4-(4-Amino-quinazolin-7-yImethyl)-2-(S)-meth^^ 
acid (4-chIoro-phenyl)-amide i 

4-(4-Amino-quinazolin-7-ylmethyI)-2-(S)-carta acid 
35 (4-chloro-phenyl)-amide, 
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(4aRS,8aRS)^-(4-Amino-quinazolin-7-ylmethyl)-3-oxo-octahydroKiuinoxaline-lK:arboxylic acid 
(4-chloro-phenyl)-amide, 

4-(4-Amino-quinazolin-7-yImethyl)-2(S)-(2-methylsulfanyl-ethyl)-3-oxo-piperazin 
acid (4-chloro-phenyl)-amide, 
5 4-(4-Amino-quinazolin-7-ylmethyl)-(2S)-methoxymethyl-3-oxo-piperazine-1 -carboxylic acid (5- 
chloro-furan-2-yl)-amide, 

(2S)^-(4-Amino-quinazoIin-7-ylmethyl)-2-methoxymethyl-3-oxo-piperazine-1-carboxylic acid 
(5-bromo-thiazol-2-yl)-amide, 

N-[4-(4-Amino-quinazoIin-7-ylmethyl)-3-oxo-(S)-2-propyl-piperazine-1 -carbonyl]-4-chloro- 
1 0 benzenesulfonamide, 

1 -(S)-4-(4-Amino-quinoIin-7-ylmethyl)-3-oxo-2-propyl-piperazine-1 -carboxylic acid (4-chloro- 
phenyl)-amide, 

1- (S)-(4-Amino-quinolin-7-ylmethyl)-4-[3-(5-ch^ ' 
one, 

15 1-(S)-(4-Amino-quinolin-7-yImethylM-[3-(5-chloro^^ 

2- one, 

1-(S)-4-(4-Amino-quinolin-7-ylmethyl)-2-methoxyme^ acid 
(4-chloro-phenyl)-amide, 

(S)-4-(4-Aminoquinolin-7-ylmethyl)-2-methoxylme^ acid (5- 

20 chlorothiophen-2-yl)-amide, 

1 -(S)^-(4-Amino-quinolin-7-ylmethyl)-2-methyl-3-oxo-2-piperazine-1 -carboxylic acid 
phenylamide, 

1 -(S)^-(4-Amino-quinolin-7-ylmethyl)-2-methyl-3-oxo-2-piperazine-1 -carboxylic acid (4-chloro- 
phenyl)-amide, 

25 1 -(S)-4-(4-Amino^innolin-7-y!methyl)-2-methyl-3-oxo-piperazine-1 -carboxylic acid (4-chloro- 
phenyl)-amide, 

1-(S)-(4-Amino-cinnoIin-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-aci7lo 
one, 

1-(4-Amino-cinnolin-7-ylmethyl)^-[3-(5-chlo^ 
30 4-[2-(5-Chloro-thiophen-2-yl)-ette^ 

piperazine-2-(+)-carboxylic acid methyl ester, 

4-[2-(5-Chloro-thiophen-2-yl)-ethenes^ 

piperazine-2-(-)-carboxylic acid methyl ester, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-6-o^ 
35 piperazine-2-(+)-carboxylic acid amide, 



WO 01/07436 



PCT/IB00/01156 



430 

4-(6-Chloro-benzo[b]thiophene-2-sulfo^ 
piperazine-2- 
(-)-carboxylic acid amide, 
4-[2-(5-Ch!oro4hiophen-2-yl)-ethe^ 
5 ylmethyl)-piperazin-2-one f 

4-(6-ChIoro-benzo[b]thiophene-2-sulfon^^ 
ylmethyl)-piperazin-2-one, 

4-[2-(5-Chloro-thiophen-2-yl)-ethenesulfonyl]-6-hydroxymethyl-1-(1-meth 
c]pyridin-2-ylmethyl)-piperazin-2-one, 
10 4-(6-Chloro-benzo[b]thiophene-2-sulfo^ 
c]pyridin-2-ylmethyl)-piperazin-2-one, 

4-(5-Chloro-1H-indole-2-sulfonyl)-H 
4-(5-Chloro-1 H-indoie-2-sulfo^ 
piperazin-2-one, 

15 4-(7-Methoxy-naphtha!ene-2-sulfonyl)-1-(1H-pyrrolo[3,2-c]pyridin-2-ylmethyl^ 
4-(Benzo[b]thiophene-2-sulfonyl)-1-(1H^^ 

4-[4-(5-Chloro-thiophen-2-yl)-benzyl]-H 

4-[3-(5-Chloro-thiophen-2-yl)-benzyl]-3-(S)-propyl-1-(1H-pyirolo[3,2-c^ 
piperazin-2-one, 

20 4-[3-(5-Chloro4hiophen-2-yl)-benzylM 
4-[5-(5-ChIoro4hiophen-2-yO^^ 

piperazin-2-one, 

4-[5-(5-Chloro-thiophen-2-yl)-pyridi^^ 
ylmethyO-piperazin^-one, 
25 4^5-(5-Chloro4hiophen-2-yl)-pyrid^ 
2-ylmethyl)-piperazin-2-one, 

4-[2-(4-Chloro-phenyl)-1 H-indol-3-ylmethyl]-3-(S)-propyl-1 -(1 H-pyrTolo[3,2-c]pyridin-2-ylmethyl)- 
piperazin-2-one, 

4^6-(5-Chloro-thiophen-2-yl)-pyridin-2-yl^^ 
30 2-ylmethyl)-piperazin-2-one, 

4-[4-(5-Chloro-thiophen-2-yl)-benzyl]-6-methoxymethyI-1-(1H-pyix^ 
piperazin-2-one, 

4-[6-(5-Ch!oro-thiophen-2-yl)-pyridin-2-yl^^ 
piperazin-2-one, 
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4-(5-Chloro-[2,3 , ]bithiophenyl-5'-y^ 
one, 

4-(5-Chloro-[2 t 21bithiopte^ 
ylmethyI)-piperazin-2-one, 
5 4-[2,21Bithiophenyl-5-ylmethyl^-methoxym 
piperazin-2-one, 

4-(5-Chloro-[2,3 , ]bithiophenyl-5^ylm^ 
piperazin-2-one, 

4-[6-(5-ChIoro4hiophen-2-yl)-pyridin-2-ylme^ 
1 0 ylmethyl)-piperazin-2-one, 

4-[3-(5-Chloro-thiophen-2-ylM-fluoro-benzy 
2-one, 

4-[5-(3-Chloro-phenyl)-furan-2-ylmethy^^ 
one, 

1 5 4-[4-(5-Chloro-thiophen-2-yl)-benzyl]-1 -(1 H-pyrroloIS^-clpyridin^-ylmethylJ-piperazin^-one, 
4-[3-(5-Chloro-thiophen-2-ylM-fluoro-^^ 
ylmethyl)-piperazin-2-one, 

4-[4-(5-Chloro-thiophen-2-yl)-benzyl]-3-(S)-propyl-1-(1H-pyrrolo[3,2-c]pyridi 
piperazin-2-one, 
20 4-[5-(3-Chloro-phenyl)-furan-2-ylm^ 
piperazin-2-one, 

4-[3-(5-Chloro4hiophen-2-yl)-allyl]-3-(S)-propyl-1-(1H-pyrrolo[3,2-c]pyridi 
piperazin-2-one, 

4-(5-Chloro-1H-indo!-2-ylmethyl)-3-(S)-pro^ 
25 2-one, 

4-(5 , -Ch!orcK2,2 , ]bithiophenyl-5^ 
piperazin-2-one, 

4-[4-(5-Chloro-thiophen-2-yl)-benzy^ 
ylmethyl)-piperazin-2-one, 
30 4-[5-(5-Chloro4hiophen-2-yl)-pyridin-2-ylmeto^^ 
c]pyridin-2-ylmethyl)-piperazin-2-one, 
1 -(4-Amino-2-methyI^uinazolin^ 
piperazin-2-one, 

7^4-[3-(5-Chloro-thiophen-2-yl)-acryloyl]-2-oxo-(S)-3-propyl-piperazin-1-ylm 
35 quinazolin-4-one, 
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7^4-[(5-Chloro-thiophen^ 
quinazolin-4-one, 

1- (4-Amino^uinazolin-7-ylmethyl)-4^^ 
propyl-piperazin-2-one 

5 4-[3-(5-Chloro-thiophen-2-yl)-allylHS^^^ 
one, 

7^4.[3-(5-Chloro-thiophen-2-yl)-allyl]-3-(S)-methoxymethyl-2-oxo-piperazin 
isoquinolin-1-one, 

7-[4-(7-Ch!oro-isoquinolin-3-ylmethyl)-3-^^ 
1 0 isoquinolin-1 -one, 

4-(5-Ch!oro-1 H-indol-2-ylmethyl)-1 -[4-(6-oxo-1 ,6-dihydro-pyridin-3-yl)-benzyl]-3-(S)-propyl- 
piperazin-2-one, 

4-(5-Chloro-1 H-indol-2-yImethyl)-3-(S)-methyl-1 -[4-(6-oxo-1 ,6-dihydro-pyridin-3-yl)-benzyl]- 
piperazin-2-one, 

15 6^4-[(5-ChIorcHthiophen-2-yloxy)-acetyl]-3-(S)-methoxymethyl-2-oxo-piperazin-1-^ 
methyl-3H-quinazolin-4-one, 
6^4-[(5-Chloro-thiophen-2-yloxy)-acety^^^ 
quinazolin-4-one, 

4-(7-Chloro-isoquinolin-3-ylmethyl)-3-(S)-methyl-1-[4-(6-oxo-1,6-dihydro-pyri 
20 piperazin-2-one, 

4-(7-Chioro-isoquinolin-3-ylmethyl)-1-^ 
one, 

4-(7-Chloro-isoquinolin-3-ylmethyl)-1-[4-^^^ 
piperazin-2-one, 
25 4-(7-Chloro-isoquinolin-3-ylmett^ 
piperazin-2-one, 

4-(7-Chloro-isoquinolin-3-ylmethyl)-1-[4^ 
4-(7-Chloro-isoquinolin-3-ylmethyl)-1-[4^^ 

2- dne, 

30 4-(7-Chloro-isoquinolin-3-ylmethyl)-3-(S^ 
benzyl]-piperazin-2-one, 

4-[3-(6-Amino-pyridin-3-yl)i3ropionyl]-3-(S)-methoxymethyl-1-[4-(6-oxo^ 
yl)-benzyl]-piperazin-2-one ( 

(S)^[(5^hloro-thiopherh2-yloxy)-acetyQ-6Hfnethoxymethyl- 
35 benzylJ-piperazin-2-one, 
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4-[3-(5-Chloro4hiophen-2-yl)-acry^ 
benzyl]-piperazin-2-one, 
4-[(5-Chloro^hiophen-2-yloxy)-a^ 
piperazin-2-one, 
5 4-[(5-Chloro-thiophen-2-yloxy)-ac^^ 
benzyl]-piperazin-2-one t 
4-[3-(6-Amino-pyridin-3-yl)-acryto^^ 
piperazin-2-one f 

4-[3-(6-Amino-pyridin-3-yl)-acryloyU^ 
10 piperazin-2-one, 

4-[(5-Chloro4hiophen-3-yloxy)-aceW 
piperazin-2-one, 

4-[(5<;hloro-thiophen-2-yloxy)-ac^ 

piperazin-2-one, 
15 4^3-(4-Chloro4hiophen-2-yl^^ 

propyl-piperazin-2-one, 

443-(5-Chloro-thiophen-2-yl)-aci^ 

propyl-piperazin-2-one, 

4-[3-(4-Chloro4hiophen-2-yO^ 
20 piperazin-2-one, 

4-[(5-Chloro-thiophen-2-yloxy)-^^ 

piperazin-2-one, 

4^3-(5-Chloro4hiophen-2-yl)-ac^ 
piperazin-2-one, 
25 4-[(5-Chloro4hiophen-3-y!oxy)-^^ 
piperazin-2-one, 
2-[4-(6-Chloro-berao[b^ 
benzothiazol-4-one, 

2-[4-(6-Chloro-benzo[b]thiophene-2-su^^^ 
30 carboxylic acid methylamide, 

2-[4-(6-Chloro-benzo[b]thiophene-2-s^ 
carboxylic acid dimethylamide, 
4-(6^hloro-benzo[b]thiophene-2-sulfo^ 
hydrobromide, 
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2-[4-(6-Chloro-benzo[b]thiophene-2-sulfo^ 
benzothiazole-4-carboxylic acid amide, 

{2-[4-(6-Ch!oro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethy^ 

acid methyl ester, 
5 2-[4-(6-Chloro-benzo[b]thiop 
acid ethyl este, 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyO^^^ 
carboxylic acid methyl ester, 
1-(4-tert-ButyRhiazol-2-ylmethyl)^ 
10 4-(6-Chtoro4>enzo[b]thiophene-2-sulfon^ 
piperazin-2-one, 

1- [4-(4-Bromo-phenylHhiazol-2-ylmethyl]^-(6-chloro-benzo[b]thiophene-2-sulfonyl)-pipe 

2- one, 

1-[4-(3-Bromo-phenyl)-thiazol-2-ylm^ 

15 2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)^^ 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-(4-pyridin-3-yl-thiazol-2-ylmethy 

1-(5-A<^tyl^methyl4hiazol-2-yImethylM^ 

one, 

20 3^2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylme 
methyl-butyric acid ethyl ester, 
1-(4-Adamantan-1-yl-thiazol-2-y^ 
one, 

1- (4-Adamantan-1-yl-thiazol-2-ylmethylM^ 
25 one, 

4-(6-Chloro-benzo[b]thiophene-2-sufo^ 

4-(6-Chloro-benzo[b]thiophene-2^ 

piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfo^ 
30 piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-H^^ 
piperazin-2-one, 

2- [4-(6^hloro-benzo[b]thiophene-2-sulfonyl^^ 
acid diethylamide, 
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2^4-(6-Chloro-benzo[b]thiophene-2-sulfo^ 
benzothiazole-4-carboxylic acid ethyl ester, 

2^2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylm 
benzoic acid, 

4-(6-Ch1oro-benzo[b]thiopte^ 
piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sufo^ 

2-{2-[4-(6-Chloro-benzo[b]tN^ 

benzamide, 

4-(6-Ch!oro-benzo[b]thiophene-2-sulfo^ 

ylmethyl)-piperazin-2-one 

4-(6-Chloro-benzo[b]thiophene-2-sulfo^^ 

2-ylmethyl)-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfo^ 

ylmethyl)-piperazin-2-one, 

4-(6-Chloro-berao[b]thiophene-2-sulfo^^ 

2-ylmethyl)-piperazin-2-one, 

2-[4-(6-Chloro-benzo[b]thto^ 

thiazolo[4,5-c]pyridin-6-one t 

(R)-2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-methoxymeth^ 

4 > 5,6,7-tetrahydro-benzothiazole-4-carboxylic acid amide, 

(R)^-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-6-methoxymethyl-1-(4^ 

benzothiazol-2-ylmethyl)-piperazin-2-one, 

(R)-2-[4-(6-Chloro-benzo[b]th^ 

thiazole-4-carboxylic acid ethyl ester, 

(R)-2-[4-(6-Chloro-bereo^^ 

4-methyl-thiazole-5-carboxylic acid diethylamide, 

(RH-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-6-methoxymethyl-1-(4-pyridin-3-yl-^^ 

ylmethyl)-piperazin-2-one, 

(R)<3^2-[4-(6<;hloro-benzo[b^ 

ylmethyl]-thiazol-4-yl)-3-methyl-butyric acid ethyl ester, 

(R)-2^4-(6-Chloro-benzo[b]thiophe^^^ 

thiazole-4-carboxylic acid, 

(R)-2-[4-(6^hloro-benzo[b]thioph 

thiazole-4-carboxylic acid dimethylamide, 
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(S)-2^4-[(5-Chloro-thiophen^ 

4,5,6,74etrahydro-benzothiazole-4-carboxylic acid amide, 
(S)-2W(5-Chloro-thiophen-2-yloxy)-acetyl]-(3S)-methoxymethyl-2-ox 

thiazole-4-carboxylic acid ethyl ester, 

(S)-2-{4-[(5-Ch1oro-thiophen 

thiazo!e-4-carboxylic acid diethylamide, 

(S)-(2^4-[(5^hloro-thiophen-2-yloxy^ 

thiazol-4-yl)-acetic acid methyl ester, 

(SM-[(5-Chloro-thiophen-2-ylo^ 

benzothiazol-2-ylmethyl)-piperazin-2-one, 

4-(6-ChIoro-benzo[b]thiophene-2-suto^ 

ylmethyl)-piperazin-2-one, 

2-[4-(6-Chloro-benzo[b]thiophene-2^ 

benzothiazol-4-one oxime, 

1_(4-Amino-benzothiazol-2-ylmethy^ 

one, 

2-[4-(6-Chloro-benzo[b]thi^ 

thiazolo[4,5-c]azepin-4-one, 

2-[4-(6-Chloro-benzo[b]thiophene-2-s^ 

acid dimethylamide, 

4-(6-Chloro-benzo[b]thioph 

piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfo^ 
piperazin-2-one, 
4-(6-Chloro-benzo[b]thiop 
pjperazin-2-one, 

2-[4-(6-Chloro-benzo[b]thiophene-2-sufo^ 

acid N'.N'-dimethyl-hydrazine, 

2-[4-(6-Chloro-benzo[b]thioph 

acid (2-hydroxy-ethyl)-methyl-amide, 

4-(6-Chloro-benzo[b]thiophene-2-s^^ 

yImethyl]-piperazin-2-one, 

2-(4-(6-Chloro-benzo[b]thiophe 

acid methoxy-methyl-amide, 
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2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-thiazole-4-carboxylic 
acid isopropyl-nnethyl-amide, 

({2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-thiazole-4- 

carbonyl}-methyl-amino)-acetic acid ethyl ester, 
5 2-[4-(6-Ch!oro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-thiazole-4- 

carboxamide, 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-thiazole-4-carboxylic 
acid methylamide, 

2-[4-(6-Chloro-benzotb]thiophene-2-sulfonyl)-2^xo-piperazin-1-ylmethyl]-thiazole-4-carboxylic 

10 acid isopropylamide, 

{2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyi)-2-oxo-piperazin-1-ylmethyl]-thiazol-4-yl}-acetic 

acid, 

2-{2-[4-(6-Chloro-berco[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-thiazol-4-yl}- 
acetamide, 

1 5 2-{2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1 -ylmethyl]-thiazol-4-yl}-N- 
methyl-acetamide, 

2^2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-thiazol-4-y^N- 
isopropyl-acetamide, 

2-{2-[4-(6-Ch!oro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1 -ylmethyl]-thiazol-4-yl)-N , N- 

20 dimethyl-acetamide. 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-4,7-dihydro-5H- 

thiazolo[5,4-c]pyridin-6-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-piperidin-4-ylmethyl-piperazin-2-one, 
4-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyll-piperidine-1- 

25 carboxylic acid amide, 

2^4-[4-(6-Chloro-beraoIb]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-piperidin-1-yl}- 

acetamide, 

4-(6-Chloro-benzolb]thiophene-2-sulfonyl)^^ 
piperazin-2-one, 
30 4-(6-C*loro*enzotb]thiophene-2-sulfo^ 
ylmethyl]-piperazin-2-one, 

(R)-4-(5-chloro-1 H-indole-2-sulfonyl)-1 -[1 -(2-dimethylamino-pyrimidin-4-yl)-piperidin-4- 
ylmethyl]-6-piperazin-2-one, 

(R)-4-(6-chloro-1 H-indole-2-sulfonyl)-1 -[1 -{2-dimethylamino-pyrimidin-4-yl)-piperidin-4- 
35 ylmethyl]-6-piperazin-2-one, 
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(R)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-1 -[1 -(2-dimethylamino-pyrimidin-4-yl)-piperidin- 
4-ylmethyl]-6-piperazin-2-one t 

(R)^(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-[1-(2-dimethylamino-p 
4-ylmethyl]-6-methyl-piperazin-2-one t 
(RH-(6-Chloro-benzo[b]thiophe^ 
4-yImethyl]-6-methoxymethyl-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-suifonyl)-1-[1-(2-dimethylamino-pyrimi^ 
ylmethyl]-6-oxo-piperazine-2-carboxylic acid methyl ester, 
(RH-(5-chloro-1 H-indole-2-sd^^ 
ylmethyl]-6-methy!-piperazin-2-one, 
(R)^.(5-chloro-1 H-indole-2^^ 
ylmethyl]-6-methoxymethyl-piperazin-2-one f 

4-(5-chloro-1 H-indole-2-sulfonyl)-1 -[1 -(2^imethylamino-pyrimidin-4-yl)-piperidin-4-ylmethyl]-6- 
oxo-piperazine-2-carboxy!ic acid methyl ester, 

(R)-4-(6-chloro-1 H-indole-2-sulfonyl)-1 -[1 -(2-dimethylamino-pyrimidin-4-yl)-piperidin-4- 
ylmethyl]-6-methyl-piperazin-2-one, 

(R)-4-(6-chloro-1 H-indo!e-2-sulfonyl)-1 -[1 -(2-dimethylamino-pyrimidin-4-yl)-piperidin-4- 
ylmethyl]-6-methoxymethyl-piperazin-2-one, 

4-(6-chloro-1 H-indole-2-sulfonyl)-1 -[1 -(2-dimethylamino-pyrimidin-4-yl)-piperidin-4-y lmethyl]-6- 

oxo-piperazine-2-carboxylic acid methyl ester, 

(R)^-(6-chlorcMH-benzoim^ 

4-ylmethyl]-6-methyl-piperazin-2-one, 

(R)^-(6-chloro-1H-benzoimidazole-2-sulfonyl)-1-[1-(2-dimethylamino-pyrimidin^-yO 

4-ylmethyl]-6-methoxymethyl-piperazin-2-one, 

4-(6-chloro-1H-benzoimidazole-2-s^ 

ylmethyl]-6-oxo-piperazine-2-carboxylic acid methyl ester, 

4-(6-Chloro-benzo[b]thiophen^^ 

piperidin-4-ylmethyl}-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2^^ 

piperidin-4-ylmethyl)-piperazin-2-one, 

4-{6-Chloro-benzo[b]thiophene-2-sulfonyl)-1 -{1 -[2-(3-tmidazol-1 -yl-propylamino)-pyrimidin-4-yl]- 

piperidin-4-ylmethyl}-piperazin-2-one f 

4-(6-Chloro-benzo[b]thiophene-2-s^ 

yll-piperidin^-ylmethyl^piperazin^-one, 
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4_[(4^4-[4-(6-Chtoro-b^ 
pyrimidin-2-yl)-methyl-amino]-butyric acid, 

4-(6-Chloro-benzo[b]thiophene-2-sulfo^^ 
piperidin-4-ylmethyl}-piperazin-2-one, 

Example 1 270 4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1 -(1 -{2-[2-(2-oxo-imidazolidin-1 -yl)- 

ethylamino]-pyrimidin^-yl^piperidin^-ylmethyl)-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfony^ 

yll-piperidin^-ylmethyl^piperazin^one, 

4-[4-(6-Ch!oro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl^ 
2H-[1 .ZJbipyridinyl-S'-carboxylic acid, 
4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)^^ 
one, 

4-(6-Chloro-benzo[b]thiophene^ 
one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfo^^ 
piperazin-2-one, 

4-[4-(6-Chloro-benzo[b]thiophene-2-sulfo^^^ 

2H-[1 .ZJbipyridinyl-S'-carboxylic acid, 

4-(6-Chloro-benzo[b]thiophene-2-s^^ 

4-ylmethyl)-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiopte^ 

ylmethyl)-piperazin-2-one, 

0-Phenyl-1-cyano-3^4-[(chlorobenzo[b]thiophene-2-sulfonyl)-2-(keto)piperazin-1- 
yl]methylpiperdinyl} isourea, 

Preparation of N,N DimethyI-2^4-[6-(chlorobenzo[b]thiophene-2-sulfony!)-2-(keto)piperazin-1- 
yl]methylpiperdin-1 -yl]} cyanoformamidine, 

Preparation of N-Methyl-2^446-(chlorobenzo[b]thiophene-2-sulfonyl)-2-(keto)piperazin-1 - 

yl]methylpiperdin-1 -yl]} cyanoformamidine, 

Preparation of N4rans-[{4-(5-Chloro-thiophen^ 

piperazin-1-yl]methylcyclohexyl-cyanoguanidine, 

N-trans-[{4-(5-Chloro-thiophen-2-yto^ 

yllmethylcyclohexyl-N'.N'-dimethyl-cyanoguanidine, 

N-trans-[{4-(5-Chloro-thiophen-2-yloxy)-acetyl-2-keto-3-(S)-methoxymeth 

yl]methylcyclohexyl-NVnethyl-cyanoguanidine 
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N-trans-[{4-(5-Chloro-^ 

yl]methylcycIohexyl-N , -(2-hydroxyethyl)-N , -methyl-cyanoguanidine l 

Preparation of 4-[(5-Chlorothiophen-2-yloxy)-acetyl]-3-(S)-methoxymethyl-1 -cis-(4-morpholin-4- 
yl-cyclohexylmethyl)-piperazin-2-one, 
5 and44(5-Chlorothiophen-2-yloxy)-ac^tyl]-3-(S)-methoxymethyl-1-tra 
cydohexylmethyl)-piperazin~2-one, 

4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-1 -trans-{4-[(2-hydroxy-ethyl)-methyH -amino]- 

cyclohexylmethyl)-3-(S)-methoxymethyl-piperazin-2-one, 

4-[(5-Chloro-thiophen-2-yloxy)-a^ 
10 pyrrolidin^-yO-ethylaminoJ-cycIohexylmethyll-piperazine^-one, 

4-[(5-Ch!oro4hiophen-2-yloxy)-acetyH^^^ 

pyrrolidin^-yO-ethylaminol-cyclohexylmethyl^piperazine^-one, 

4-[(5-Chioro-thiophen-2-yloxy)-acetyl]-3-(S)-methoxymethyl-1-^ 

cyclohexylmethyll-piperazin-2-one, 
15 4-[(5-Chloro-thiophen-2-yloxy)-acetyl^ 

ethylamino)-cyclohexyImethyl]-piperazin-2-one, 

4-[(5-Chloro-thiophen-2-yloxy)-acety^ 

3- (S)-methoxymethyl-piperazin-2-one, 

4- [(5-Chloro4hiophen-2-yloxy> 

20 cyclohexylmethyl]-3-(S)-methoxymethyl-piperazin-2-one, 

4-(4-cis^4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-3-(S)-methoxymethyl-2^ 

ylmethy!}-piperazine-1-carboxylic acid ethyl ester, 

4-(4-trans^4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-3-(S)-methoxyme 

ylmethyl}-piperazine-1-carboxylic acid ethyl ester, 
25 4-[(5-Chloro4hiophen-2-yloxy^^ 

(S)-methoxymethyl-piperazin-2-one, 

4-[(5-Chloro4hiophen-2-yloxy)-acetyl]-1-trans-([4-(4-hydroxy-piperidin-1-yO 

3- (S)-methoxymethyl-piperazin-2-one, 

1^is-(4-Azepan-1-yl-cyclohexylmethylH-[(5-ch!oro-thiophen-2-y!oxy)^ 
30 methoxymethyl-piperazin-2-one, 

1^rans-(4-Azepan-1-yI-cyclohexylm^ 
methoxymethyl-piperazin-2-one, 

4- [(5^hloro4hiophen-2-yloxy)-are^^ 
aminoj-cyclohexylmethyl^piperazin^-one, 
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4-[(5-chloro4hiophen-2-y^ 
amino]-cyclohexylmethyl^piperazin-2-one, 

4-[(5-chloro4hiophen-2-yloxy)-acetyl]-3-(S)-methoxymethyl-1-cis-(4-phenylam 

cyclohexylmethyl)-piperazin-2-one, 
5 4-[(5-chloro-thiophen-2-yioxy)-acety^^ 

cyc!ohexylmethyl)-piperazin-2-one, 

4-[(5<:hloro4hiophen-2-ytoxy)-acety^^ 

cyclohexylmethyl^S-CSJ-methoxymethyl-piperazin^-one, 

4-[(5<;hloro-thiophen-2-yloxy)-acety^ 
10 cyclohexylmethyl^S-CSJ-methoxymethyl-piperazin^-one, 

4-[(5-Chlorothiophen-2-yloxy)-acetyl]-H^^ 

methyl]-3-(S)-methoxymethyl-piperazine-2-one, 

1-(4-Amino<Mnazolin-7-ylmethyl)-4-[3-(^^ 

1-(4-Amino-quinazolin-7-ylmethylH-(6-chloro-benzo[b]thiophen-2-y!-^ 

15 dione, 

1 -(4-Amino-quinoHn-7-ylm^ 

1-(4-AminoH3uinazoiin-7-ylmethyl)^ 

dione, 

l-CS-carbamimidoyl-benzylH^carbamimidoyl-benzyl^.S dioxopiperizine, 
20 Bis-l^-fS-carbamirnidoyl-benzyO^.S-dioxopiperizine, 

1-(4-Amino^uinazolin-7-ylmethyl)^-[3-(3-chloro-phenyl)-allyl]-pipera^^ 
1 _(4-Amino-quinazolin-7^ 
1-(4-Amino<|uinolin-7-ylmethyIH-(6-cN^ 
dione, 

25 1-(4-Amino<iuinolin-7-ylmethylM-^^ 
1-(4-Amino<juinolin-7-yImethyO 
H3-(3-chloro-phenyl)-allyl]^ 

1-[3-(4-chioro-phenyl)-allyl]^(1H-pyrrolo[3,2-c]pyridin-2-ylmethyO 
1-[3-(5-chloro^hiophen-2-yl)-allylH^ 
30 1-(6^hloro-benzo[b]thiophen-2-yN 
2,3-dione, 

1-(5'-chloro-[2,2lbithiophenyl-5-ylmeto^^ 
2,3-dione, 

1-[3-(5n:hloro-thiophen-2-yl)-ally^ 
35 H3-(5-chloro-thiophen-2-yl)-aIlyl]^ 
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1-[3-(5-chloro-thiophen-2-yl)-al!yl]-4-(4-pyridin-2-yl-benzyl)-piperazine-2,3-dione, 

1-[3-(5-chloro-thiophen-2-yl)-allyl]-4-[4-(1-hydroxy-pyridin-2-yl)-benzyl]-piperazine-2,3-dione, 

1-[3-(5-chloro-thiophen-2-yl)-allyl]-4-(4-pyridin-4-yl-benzyl)-piperazine-2,3-dione, 

1-[3-(5-chloro-thiophen-2-yl)-allyl]-4-[4-(1-hydroxy-pyridin-4-yl)-benzyl]-piperazine-2,3-dione, 

1-t3-(5-chloro-thiophen-2-yl)-allyl]-4-[4-(6-methoxy-pyridin-3-yl)-benzyl]-piperazine-2,3-dione, 

1-[3-(5-chloro-thiophen-2-yl)-allyl]-4-[4-(6-oxo-1,6-dihydro-pyridin-3-yl)-benzyl]-piperazine-2,3- 

dione, 

1-[3-(5-chloro-thiophen-2-yl)-allyl]^-[4-(2-dimethylamin<>pyrimidin-4-yl)-benzyl]-piperazine-2.3- 
dione, 

1-[3-(5-chloro-thiophen-2-yl)-allyl]^-(4-{2-[(2-dimethylamino-ethyl)-methyl-amino]-pyrimidi 

yl}-benzyl)-piperazine-2,3-dione, 

1-[3-(5-chloro-thiophen-2-yl)-allylM-[4-(2^^ 

piperazine-2,3-dione, 

1-[3-(5<;hlorcHthiophen-2-yl)-allyl]^-(4^2-[(2-dimethylamino-ethyl)-methyl-amino]-pyri 
yl}-cyclohexylmethyl)-piperazine-2,3-dione, 

1-(4-Amino^uinazolin-7-ylmethyl)^-[3-(5-chloro-thiophen-2-yl)-allyl]-5-methyl-piperazine-2,3- 
dione, 

1-(4-Amino<|uinazo!in-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-allyl]-5-ethyl-piperazine-2,3- 
dione, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-allyl]-5-propyl-piperazine-2.3- 
dione, 

1-(4-Amino^uinazolin-7-ylmethyl)^-[3-(5^hloro-thiophen-2-yl)-allyl]-5-butyl-piperazine-2,3- 
dione, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-allyl]-5-isopropyl-piperazine- 
2,3-dione, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[3-(5-ch!oro-thiophen-2-yl)-allyl]-5-isobutyl-piperazine-2.3- 
dione, 

1-(4-Amino^uinazolin-7-ylmethyl)^-[3-(5K!hloro-thiophen-2-yl)-allyl]-5^ethoxymethyl- 
piperazine-2,3-dione, 

4-(4-Amino-quinazolin-7-ylmethyl)-H3-(5-chloro-thiophen-2-yl)-ailyl]-5,6-dioxopiperazine-2- 
carboxylic acid, 

4-(4-Amino-quinazolin-7-ylmethyl)-1-[3-(5-chloro-thiophen-2-yl)-allyl]-5,6-dioxopiperazine-2- 
carboxylic acid methyl ester, 

4-(4-Amino^uinazolin-7-ylmethyl)-1-[3-(5n;hloro-th'tophen-2-yl)-allyl]-5.6-dioxopiperazine-2- 
carboxylic acid amide or 
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4-(4-Amino-quinazolin-7-ylmethyl)-1-[3-(5-chloro-thiophen-2-yl)-allyl]-5,6-dioxopiperazine-2- 
carboxylic acid methyl amide 

or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof. 

20. A compound according to claim 1 selected from the group consisting of 
(S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 

methoxymethyl-piperazin-2-one, 

(+/.)-1.(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-oxo- 
piperazine-2-carboxylic acid (2-pyrrolidin-1-yl-ethyl)-amide, 

(R).1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1H-benzoimidazole-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one, 

[1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-oxo-piperazin- 
2-(S)-yl]-acetic acid, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1H-indole-2-sulfonyl)-piperazin-2-one, 

1- (4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-piperazin-2-one, 

(R)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-6-methoxymethyl- 
piperazin-2-one, 

2- Amino-4-[4-(6-chloro-1H-benzoimidazole-2-sulfonyl)-2-(r)-methoxymethyl-6-oxo-piperazin-1- 
ylmethyl]-benzonitrile, 

(R).1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-1H-indole-2-sulfonyl)-6-isopropyl-piperazin-2- 
one, 

(R).1.(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1H-benzoimidazole-2-sulfonyl)-6-isopropyl- 
piperazin-2-one, 

(R)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1H-indole-2-sulfonyl)-6-methoxymethyl- 
piperazin-2-one, 

(R/S)1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1H-benzoimidazole-2-sulfonyl)-6-oxo- 
piperazine-2-carboxylic acid ethyl ester, 

(R).1^4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1H-benzoimidazole-2-sulfonyl)-6-isopropyl- 
piperazin-2-one, 

( R )-1.(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-isopropyl- 
piperazin-2-one, 

(R).1.(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-6-isopropyl-piperazin-2- 
one, 
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(R)-1-(4-Amino^uinazo1in^ 
one, 

(R)-1-(4-Amino^uinazolin^ 
piperazin-2-one, 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-1H-benzoim 

piperazin-2-one, 

(S)-1 -(4-Amino-6-chloro-qum^^ 

isobutyl-piperazin-2-one, 

(S)-1-(4-Amino-quinazolin-7-ylmethylM^^ 

piperazin-2-one, 

(S)-1-(4-Amino^uinazolin-7-ylme 
methoxymethyl-piperazin-2-one, 

(6S)-1-(4-AminoHiuinazolin-7-ylmethylH-(6-chloro-1H-benzoim 
piperazin-2-one, 

(6S)-1-(4-Amino^uinazolin-7-ylmethylH-(6-chloro-benzo[b]thiophen 

piperazin-2-one, 
(6S)-1-(4-Amino-quinazolin^ 

one, 

(6S)-1-(4-Amino-quinazolin-7-ylmethyO 
one, 

(FVS)-1-(4-Amino-quinazolin-7-ylmethyO^^^ 

carboxylic acid methyl ester, 

(R/S)-1-(4-Amino-quinazolin-7-ylme^^ 

carboxylic acid methyl ester, 

(R)_1-(4-Amino<|uinazolin-7-yl^ 

one, 

(R)-1 -(4_Amino<iuinazolin-7-yl^^^ 
piperazin-2-on,e 

1-(4-Amino<iuinazolin-7-ylmethylM^^ 
1-(4-AminoKjuinazolin-7-ylmethylM^ 
1 -(4-Amino-quinazolin-7-ylme^ 

1-(4-Amino^uinazolin-7-ylmethylH-(5-chioro-3-pyrrolidirHl-ylmethyl-1H 
piperazin-2-one, 
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1-(4-Amino<|uinazolin-7^ 
piperazin-2-one, 

1-(4-Amino<|uinazolin-7-ylmethylM^ 
piperazin-2-one, 

1-(4-Amino<|uinazolin-7-ylmethylM^ 
piperazin-2-one, 
(S)^[4-(6-Chloro-1 H-ben^ 
benzamidine, 

(S)-4-[4-(5-Chloro-1H-indole-2-sulfony^ 

(SM-[4-(6-Chloro-benzo[b]thiophene-2-s^ 
benzamidine, 

(S)-4-[4-(6-Chloro-1 H-indole-2-sulfonyl)-2-isobutyl-6-oxo-piperazin-1-ylmethyl]-benzamidine, 
1-(4-Amino-quinazolin-7-ylmethyl)^ 

1- (4-Amino-quinazolin-7-ylmethylM^^ 

2- one, 

1- (4-Amino-quinazolin-7-ylmethylM-(5^^ 

2- one, 

(R)-1-(4-Amino^uinazolin-7-ylmet^ 
one, 

(R)-1-(4-Amino^uinazoIin-7-ylmethyl)^-(6-chloro-benzo[b]thiophen-2-ylm 

methoxymethyl-piperazin-2-one, 

(R)-1-(4-Amino<Mnazolin-7-ylmethyO 

piperazin-2-one, 

(S)-1-(4-Amino<|uinazolin-7-ylmet^ 
methoxymethyl-piperazin-2-one, 
(6S)-2-[1 -(4-Amino^uinazolin-7^ 
ylmethyl]-isoindo!e-1 ,3-dione, 

(S)-1-(4-Amino<|uinazolin-7-ylmethyl)^(6-chloro-benzo[b]thioph 
piperazin-2-one, 

( 6 S)-1 -(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 Hnndol-2-ylmethyl)-6-morpholin-4- 
ylmethyl-piperazin-2-one, 

(6S)^Aminomethyl-1-(4-aminc^uinazolin-7-ylmethyl)^-(5-chloro-1H 
piperazin-2- 
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one, 

(6S)-N-[1 -(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indol-2-ylmethyI)-6-oxo-piperazin-2- 
ylmethyl]-acetamide 

4-(3-Acetyl-5-chloro-1H-indol-2-ylmethyl)-1-(4-amino-quinazolin-7-ylm 

(6S)-1 -(4-Amino-quinazoli^ 
1 -ylmethyl-piperazin-2-one 
1-(4-Amino^uinazolin-7-y!methyl)^ 
carboxylic acid, 

(2S)-N-[1 -(4-Amino^uinazolin^ 
ylmethyl]-methanesulfonamide, 

(2S)-[1-(4-Amino-quinazolin-7-ylmethyl)^-(5-chloro-1H-indol-2-ylmethyO 

ylmethyl]-carbamic acid methyl ester, 

(2S)-[1 -(4-Amino-quinazoli^ 

ylmethyl]-carbamic acid isopropyl ester, - 

(2S)-1 -[1 -(4-Amino^uinazolin^ 

ylmethyl]-3-phenyl-urea, 

(2S)-5-Bromo4hiophene-2-sulfonic acid [1-(4-amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H- 

indol^-ylmethyO-e-oxo-piperazin^-ylmethyll-amide, 

(2S)-[1-(4-Amino-quinazolin-7^ 

ylmethyl]-urea, 

(S)-1-(4-Amino^uinazolin-7-ylme^^ 
(isopropylamino-methyl)-piperazin-2-one, 
(2S)-1-[1-(4-Amino<|uinazoli^^ 
ylmethyl]-3-ethyl-urea, 

(2S)-N-[1 -(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro.1 H-indol-2-ylmethyl)-6-oxo-piperazin-2- 
ylmethyl]-formamide, 

(2S)-Furan-2-carboxylic acid [1 -{4-amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indol-2- 

ylmethyl)-6-oxo-piperazin-2-ylmethyl]-amide, 

(S)-[1-(4-AminoKiuinazolin-7-ylmethylM-(5-chloro-1HMndol-2-ylm 

acetic acid, 

(S)-1 -(4-Amino-quinazolin^ 
methoxymethyl-piperazin-2-one, 

1 -(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-3-fluoro-1 H-indol-2-ylmethyl)-piperazin-2-one, 
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(S)-1-(4-Amino-quinazolin^ 
piperazin-2-one, 

(S)-1-(4-Amino-quinazolin-7-ylmethylM-^ 

methyl)-piperazin-2-one, 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)^ 

(isopropylamino-methyl)-piperazin-2-one, 

(6S)-1-(4-Amino-quinazoli^ 

pyrrolidin-1-ylmethyl-piperazin-2-one, 

(6R)-1-(4-Amino-quinazolin-7-ylmethylM^^ 

methoxymethyl-piperazin-2-one, 

(2R)-N^1-(4-Amino-quinazolin-7-ylmethylM^ 

oxo-piperazin-2-ylmethyl}-N-(2HSopropoxy-ethylHormamide I 

(S)-1-(4-Amino<iuinazo!in-7-ylmethylH-(6-chloro-benzo[b]thiophen 

ethylamino)-methyl]-piperazin-2-one, 

(6S)-1-(4-Amino-quinazolin-7-ylmethyl)^ 

piperidin-1-ylmethyl-piperazin-2-one, 

(6S)-1-(4-Amino^uinazor^ 
[(cyclopentyl-methyl-amino)-methyl]-piperazin-2-one f 

(6R)-1-(4-Amino^uinazolin-7-ylme^ 

ethoxymethyl-piperazin-2-one or 

(6R)-1 -(4-Amino-quinazolin-7-y^ 

isoxazol-3-ylmethyl]-piperazin-2-one 

or a pharmaceutically acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof. 

21. A compound according to claim 1 selected from the group consisting of 

(S)-1 -(4-Amino<iuinazolin-7-ylme^ 

methoxymethyl-piperazin-2-one, 

(+/.)-1-(4-Amino^uinaz^^ 

piperazine-2-carboxyIic acid 2-pyrrolidin-1-yl-ethyl ester, 
[1-(4-AminoKiuinazolin-7-ylmethylM-^ 
2-(S)-yl]-acetic acid tert-butyl ester, 
(R)-1-(4-AmincHquinazolin-7-ylmethylM^^ 
(isopropylamino-methyl)-piperazin-2-one, 
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(S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-6-isopropyl-piperazin- 
2-one, 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-isobutyl- 
piperazin-2-one, 

(S)-i-(4-Amino<|uinazolin-7-ylmethyl)^-(6-chloro-1H-indole-2-sulfonyl)^-isobutyl-pi 
one, 

(S)-1-(4-Amino^uinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-6-isobutyl-piperazin-2- 
one, 

(S)-i-(4-Amino<juinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-6-methoxymethyl- 
piperazin-2-one, 

(R)-1-(4.Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-isobutyl- 
piperazin-2-one, 

(R).1-(4_Amino<iuinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-6-isobutyl-piperazin-2 
one, 

(6S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-(4-methyl 
piperazin-1-ylmethyl)-piperazin-2-one, 

(6S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-{[(2- 
dimethyl-amino-ethyl)-methyl-amino]-methyl}-piperazin-2-one, 

(6S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-pyrrolidin 
1 -ylmethyl-piperazin-2-one, 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-6-(isopropylaminp- 
methyl)-piperazin-2-one, 

(S)-i-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1H-indole-2-sulfonyl)-6-(isopropylamino- 
methyl)-piperazin-2-one, 

(2R)-N41-(4-Amino-quinazolin-7-ylmethyl)-4-t5-(5-chloro-thiophen-2-yl)-isoxazol-3-ylmethyl]- 

6-oxo-piperazin-2-ylmethyl}-N-(2-isopropoxy-ethyl)-formam'di ne . 
(S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 

[([1,3]dioxolan-2-ylmethyl-methyl-amino)-methyl]-piperazin-2-one. 
(S)-1-(4-Amino-quinazolin-7-yImethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-(4- 

pyrrolidin-1 -yl-piperidin-1 -ylmethyl)-piperazin-2-one or 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-[(2- 
methoxy-ethylamino)-methyl]-piperazin-2-one 

or a pharmaceutical^ acceptable salt thereof, pharmaceutically acceptable prodrug thereof, 
N-oxide thereof, a hydrate thereof or a solvate thereof. 
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22. A compound according to claim 1 selected from the group consisting of 
1-t4-(2-Chloro-pyrimidin-4-yl)-benzyl]-4-t3-(5-chloro-thiophen-2-yl)-allyl]-piperazine-2,3-dione, 
1-(4-Amino-quinazolin-7-ylmethyl)-4-[4-(5-chloro-thiophen-2-yl)-benzyl]-pipera2ine-2.3-dione. 
1-[4-(5-Chloro-thiophen-2-yl)-benzyl]-4-(1H-pyrrolo[3,2-c]pyridin-2-ylmethyl)-piperazine-2,3- 

dione, 

1-(4-Amino-quinolin-7-ylmethyl)-4-[4-(5-chloro-thiophen-2-yl)-benzyl]-piperazine-2,3-dione, 
1-[1-(2-Chloro-pyrimidin-4-yl)-piperidin-4-ylmethyl]-4-[3-(5-chloro-thiophen-2-yl)-allyl]- 

piperazine-2,3-dione, 

1-[3-(5-Chloro-thiophen-2-yl)-allyll-5-(S)-isopropyl-4-(3,4,5 l 6-tetrahydro-2H-[1.4 , ]bipyridinyl-4- 
ylmethyl)-piperazine-2,3-dione, 

l-lS-tS-Chloro-thiophen^-yO-allylJ^^S^.S.S-tetrahyd^H-tl^'lbipyridinyl^ylmethyl)- 
piperazine-2,3-dione, 

1-[3.(5-Chloro-thiophen-2-yl)-allyl]-4-(4-pyridin-3-yl-benzyl)-piperazine-2,3-dione, 
1-[5-(5-Chloro-thiophen-2-yl)-isoxazol-3-ylmethyl]-4-(4-pyridin-4-yl-benzyl)-piperazine-2,3- 

dione, 

1-[4-(6-Amino-pyridin-3-yl)-benzyl]-4-[3-(5-chloro-thiophen-2-yl)-allyl]-piperazine-2,3-dione, 

1-[3-(5-Chloro-thiophen-2-yl)-allylH-[4-(1-oxy-pyridin-3-yl)-benzyl]-piperazine-2 

1-[5-(5-Chloro-thiophen-2-yl)-isoxazol-3-ylmethyl]-5-(S)-isopropyl-4-(3,4,5,6-tetrahydro-2H- 

[1,4']bipyridinyl-4-ylmethyl)-piperazine-2,3-dione, 

1-[3-(5-Chloro-thiophen-2-yl)-allyl]-5-(S)-isopropyl-4-(4-pyrimidin-4-yl-benzyl)-piperazine-2.3- 
dione, 

1-[3-(5-Chloro-thiophen-2-yl)-allyl]-4-(4-pyrimidin-4-yl-benzyl)-piperazine-2,3-dione or 
1-(4-Amino-quinazolin-7-ylmethyl)-4-[5-(5-chloro-thiophen-2-yl)-isoxazol-3-ylmethyl]-piperazine- 

2,3-dione 

or a pharmaceutically acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof. 

23. A compound according to claim 1 selected from the group consisting of 

(+/.).1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sutfonyl)-6- 

oxo-piperazine-2-carboxylic acid; 

( + /.).1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 

oxo-piperazine-2-carboxylic acid methyl ester; 

(+/.).1-(4.Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 

oxo-piperazine-2-carboxylic acid ethyl ester; 
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1 -(4-Amino-quinazolin-7-ylm^ 
piperazine-2-carboxylic acid 2-pyrrolidin-1-yl-ethyl ester; 

1-(4-Amino^uinazolin-7-ylmethyl)-4-^ 
piperazine-2-carboxylic acid 2-pyrrolidin-1-yl-ethyl amide; 

^-)-1-(4-Amino-quinazolin-7-ylme^ 
piperazine-2-carboxylic acid methyl ester; 

(+/.)-1.(4-Amino-quinazolin-7-ylmethyl)^-(5-chloro-1H-indole-2-sulfonyO 
piperazine-2-carboxylic acid methyl ester; 

^-)-l-(4-Amino-quinazolin-7-ylmeth^ 
oxo-piperazine-2-carboxylic acid methyl ester; 

(S)-[1-(4-Amino<Mnazolin-7-ylmethy^ 
oxo-piperazin-2-yl] acetic acid; 

(SH1-(4-Amino-quinazotin-7-ylmethy^ 
oxo-piperazin-2-yl] acetic acid tert-butyl ester; 

(+/.). i-(4-AminoHquinazolin-7-ylmeto^^ 

methyl-piperazin-2-one; 

(S)- i-(4-Amino^uinazolin-7-ylmethyl)^^ 

methyl-piperazin-2-one; 

(R)- i-(4-Amino<juinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 

m ethyl-pi pe razin-2-one ; 

(S). i-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 

isopropyl-piperazin-2-one; 

(R)- i-(4-Amino-quinazolin-7-ylmethylH-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 

isopropyl-piperazin-2-one; 

(S)- 1-(4-Amino-quinazolin-7-ylmethylW 
isobutyl-piperazin-2-one; 

(R). i-(4-Amino^uinazolin-7-ylmethylM-^ 
isobutyl-piperazin-2-one; 

(R)- l-(4-Amino<juinazotin-7-ylmethyO 
methoxymethyl-piperazin-2-one; 

(S)- i-(4-Amino<iuinazolin-7-ylmethyl)-4-{6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 

methoxymethyl-piperazin-2-one; 

(S)- H4-Amino^uinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyO 
isopropylaminomethyl-piperazin-2-one; 
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(S)- i-(4-Amino^uinazolin-7-ylme^^ 
piperazin-2-one; 

(R)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-indole-2-sulfonyl)-6-methy!- 
piperazin-2-one; 

5 (S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-indole-2-sulfonyl)-6-isopropyl- 

piperazin-2-one; 

(R)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-indole-2-sulfonyl)-6-isopropyl- 
piperazin-2-one; 

(S)- 1 -(4-Amino-quinazo!in-7-y!methyl)-4-(6-chloro-1 H-indole-2-sulfonyl)-6-isobutyl- 
10 piperazin-2-one; 

(R)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-indole-2-sulfonyl)-6-isobutyl- 

piperazin-2-one; 

(R)- 1-(4-Amino-quinazolin-7-ylme^ 
methoxymethyl-piperazin-2-one; 
1 5 (S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-indole-2-sulfonyl)-6- 

methoxymethyl-piperazin-2-one; 

(S)- 1 -(4-Amino-quinazolin-7-ylmethy!)-4-(5-chloro-1 H-indole-2-sulfonyl)-6-methyl- 
piperazin-2-one; 

(R)- 1 .(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indole-2-sulfonyl)-6-methyl- 
20 piperazin-2-one; 

(S)- 1-(4-Amino<iuinazolin-7-yImethy^^ 
piperazin-2-one; 

(R)- 1-(4-Amino<|uinazolin-7-ylmethyl)^ 
piperazin-2-one; 

25 (S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indole-2-sulfonyl)-6-isobutyl- 

piperazin-2-one; 

(R)- 1-(4-Amino-quinazolin-7-ylmet^ 
piperazin-2-one; 

(R)- H4-Amino<|uinazolin-7-ylmethylM^ 
30 methoxymethyI-piperazin-2-one; 

(S). 1-(4-Amino^uinazolin-7-ylmethyl)-4-(5-chloro-1 H-indole-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one; 

(S)- 1 -{4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-6- 
methyl-piperazin-2-one; 
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(R)- 1 -(4-Amino-quinazoIin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-6- 
methyl-piperazin-2-one; 

(S)- 1-(4-Amino-quinazolin-7-ylm^ 
isopropyl-piperazin-2-one; 
5 (R)- 1 -(4-Amino-quinazolin-7-ylmethylH-(6-ch!oro-1 H-benzoimidazole-2-sulfonyl)-6- 

isopropyl-piperazin-2-one; 

(S)- i-(4-Amino-quinazolin-7-y!methyl)^-(6-chloro-1H-benzoimidazole-2-su 

isobutyl-piperazin-2-one; 

(R)- 1 -(4-Amino-quinazolin-7-ylmethy!)-4-(6-chloro-1 H-benzoimidazole-2-sulfony!)-6- 
10 isobutyl-piperazin-2-one; 

(R)- 1-(4-Amino^uinazolin-7-ylmethylH-(6-chloro-1H-benzoimidazole-2-sulfo^ 
methoxymethyl-piperazin-2-one; 

(S)- l-(4-Amino^uinazolin-7-ylmethyl)^-(6-chloro-1H-benzoimidazole-2-sulfonyO 
methoxymethyl-piperazin-2-one; 
15 4-(6-ChlorcKbenzo[b]thiophene-2-sulfo^ 
ylmethyl)-piperazin-2-one; 

4-(6-Chloro-benzo[b]thiophene-2-sulfony^ 
piperidin-4-ylmethyl]-piperazin-2-one; 

N $ N-Dimethhyl-N4{[(chlorobenzo[b]thiophene-2-sulfonyl)-2-(keto)piperazin-l- 
20 yl]methy!piperdinyl]} cyanoguanidine; 

4-(6-Ch!oro-benzo[b]thiophene-2-sulfon^^^ 
yl]-piperidin-4-ylmethyl}-piperazin-2-one; 

4-(6-Chloro-benzo[b]thiophene-2-sulfo^ 
piperazin-2-one; 
25 3^2-[4-(6-ChIoro-benzo[b]thiophene-2-sufo^ 
yl}-3-methyl-butyric acid ethyl ester; 

(R)-2-[4-(6-Chloro-benzo[b]^ 
ylmethyll^^^J-tetrahydro-benzothiazole-^carboxylic acid amide; 

2-[4-(6-Chloro-benzo[b]thb^ 
30 tetrahydro-benzothiazoIe-4-carboxylic acid ethyl ester; 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-l-(4 l 5 l 6J-tetrahydro-berizothiazol-2- 
y!methyl)-piperazin-2-one; 

(RH-(6-Ch!oro-benzo[b]thiophene-2-suifonyl)^methoxymethyl-1-(4-pyridin-3-yl- 
thiazol-2-ylmethyl)-piperazin-2-one; 
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4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-M^ 
benzothiazol-2-ylmethyl)-piperazin-2-one; 

2-[4-(6-Chloro43enzo[b]thiophene-2-sulfony^ 
carboxylic acid isopropyl-methyl-amide; 
5 2-[4-(6-Chloro-benzo[b]thi^ 

tetrahydro-benzothiazole-4-carboxylic acid amide; 

2-[4-(6-Chloro-benzo[b]tW^ 
5H-benzothiazol-4-one oxime; 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-thia 

1 0 carboxylic acid methoxy-methyl-amide; 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyO 
5H-benzothiazol-4-one; 

(R)-2-[4-(6-Chloro-benzo[b]thiophene-2-suto^ 
ylmethyl]-thiazole-4-carboxylic acid diethylamide; 
1 5 1 -[2-(5-Chloro-thiophen-2-yl)-ethenesuIfonyl]-5-oxo4-(1 H-pyrrolo[3,2-c]pyridin-2- 

yimethyl)-piperazine-2-carboxylic acid methyl ester; 

1-[2-(5-Chloro-thiophen-2-yl)-ethenesufo^ 
ylmethyl)-piperazine-2-carboxylic acid methyl ester; 
1-(6-ChIoro-benzo[b]thiophene-2-sulfony^^^ 
20 piperazine-2-carboxylic acid methyl ester; 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-6-hydroxymethyl-1 -(1 -methyl-1 H-pyrrolo[3,2- 

c]pyridin-2-ylmethyl)-piperazin-2-one; 

4-(6-Chloro-benzo[b]^ 
piperazine-2-carboxylic acid methyl ester 
25 4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)^ 
2-ylmethyl)-piperazin-2-one; and 

4-(6-Chloro4>enzo[b]thiophene-2-sulfonyl)-1^ 
piperazin-2-one; 

or a pharmaceutically acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
30 N-oxide thereof, a hydrate thereof or a solvate thereof. 



24. A compound according to claim 1 selected from the group consisting of 1-4-Amino- 
quinazolin-7-ylmethyl)-4-[5-(5-chloro-thiophen-2-ylHsoxazol-3-ylmethyl]- piperazin-2-one 

ditrifluoroacetate, 
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1-(4-Amino-quinazolin-7-ylmethyl)-4-[5-(5-chloro-thiophen-2-yl)-isoxazol-3-ylmethyl]-3-(S)- 
methoxymethyl-piperazin-2-one ditrifluoroacetate, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-(5-chloro-thiophen-2-yl)-isoxa2ol-3-ylmethyl]-3-(S)- 

propyl-piperazin-2-one ditrifluoroacetate, 
1-(4_Amino<iuinazolin-7-ylmethylM45-(5^ 
methyl-piperazin-2-one ditrifluoroacetate. 

1- (4-Amino^uinazolin-7-ylmethyl)^-I3-(5^hloro-thiophen-2-yl)-isoxazol-5-ylmethyl]- piperazin- 

2- one ditrifluoroacetate, 

1-(4-Amino^uinazolin-7-ylmethyl)-4-t3-(5-chloro-thiophen-2-yl)-isoxazol-5-ylmethyl]-3- 
methoxymethyl-piperazin-2-one ditrifluoroacetate, 

1-(4-Amino-quinazolin-7-ylmethylH-[3-(5<hloro-thiophen-2-yl)-isoxazol-5-ylmethyl]-3- methyl- 
piperazin-2-one ditrifluoroacetate, 

1-(4-Amino-quinazolin-7-ylmethyl)^45-(5K:hloro-thiophen-2-yl)-2H-pyrazol-3-ylmethyl]- 
piperazin-2-one ditrifluoroacetate, 

1-(4-Amino-quinazolin-7-ylmethylH-[5-(5-chloro-thiophen-2-yl)-2H-pyrazol-3-ylmethyl]-3-(S)- 
methyl-piperazin-2-one ditrifluoroacetate, 

1-(4-Amino<iuinazolin-7-ylmethyl)^-[5-(5-chloro-thiophen-2-yl)-2H-pyrazol-3-ylmethyl]-3-(S)- 
methoxymethyl-piperazin-2-one ditrifluoroacetate) , 

1_(4.Amino^uinazolin-7-ylmethyM-[5-(3-chloro-phenyl)^H-[1,2.4]triazol-3-ylmethyl]-(s)-3- 

methoxymethyl-piperazin-2-one ditrifluorocetate, 

1- (4-Amino<juinazolin-7-ylmethyM-[5-(3-chloro-phe^ 

2- one ditrifluorocetate, 
H4-Amino^uinazolin-7-ylmethyM-[5^ 
piperazin-2-one ditrifluorocetate, 
1-(4^mino^uinazolin-7-ylmethyM-[5-(5-chloro-^ 

3- methoxymethyl-piperazin-2-one ditrifluorocetate, 
1-(4-Amino^uinazolin-7-ylmethyl^[5-(4^^ 
methoxymethyl-piperazin-2-one ditrifluorocetate, 

1^4-Amino^uinazolin-7-ylmethyM-[5-(5-chloro-thiophen-2-yK1,3,4]oxadiazo 
3-methyl-piperazin-2-one ditrifluorocetate, 

1-(4-Amino^uinazolin-7-ylmethyl^[5-(5-chloro4hiophen-2-yl)^H-[1,2,4]triazol-3-ylm 

3-methyl-piperazin-2-one ditrifluorocetate, 
1-(4-AminoKjuinazolin-7-ylmethyl^[5-(5^hloro-W 
3-methoxymethyl-piperazin-2-one ditrifluorocetate, 
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1-(4-Amino-quinazolin-7-ylmethyl-4-l5-(5-chloro-thiophen-2-yl-[1,3,4]oxadiazol-2-ylmethyl]- 
piperazin-2-one ditrifluorocetate, 

1- (4-Amino^uinazolin-7-ylmethyM45-(4-chloro-phenyl)^H-[1,2.4]triazol-3-yl-methylJ-piperazin- 

2- one ditrifluorocetate, 

5 i-(4-Amino-quinazolin-7-ylmethyM-[5-(5-chloro-thiophen-2-yl-[1,3,4]thiadiazol-2-ylmethyl]- 
piperazin-2-one ditrifluorocetate, 

1-(4-Amino<|uinazolin-7-ylmethyM-[5-(5-chloro-thiophen^ 

3- methoxymethyl-piperazin-2-one ditrifluorocetate, 
1-(4-Amino-quinazolin-7-ylmethyM-[5-(5-chloro-thioph 

10 3-methyl-piperazin-2-one ditrifluorocetate, 

1-(4-Amino-quinazolin-7-ylmethyM-[5-(5-chloro-thiophen-2-yl)-[1,3,4]thiadiazol-3-ylmethyl]-(s)- 

3-propyl-piperazin-2-one ditrifluorocetate, 

1_(4-Amino-quinazolin-7-ylmethyM-[5K5-chloro-thiophen-2-yl)-[1,3,4]thiadiazo 

3- ethyl-piperazin-2-one ditrifluorocetate, 

15 i.(4_Amino-quinazolin-7-ylmethyM-[5-(5^hloro-thiophen-2-yl)-pyridin-2-ylmethyl]-piperazin-^ 

one tritrifluoroacetate, 

1-(4-AmincM}uinazolin-7-ylmethylM-[2-(^^ 
one tritrifluoroacetate, 

4- t5-(5-Chloro-thiophen-2-yl)-isoxazol-3-ylmethyl]-1-(1H-pyrrolo[3,2-c]pyridin-2-ylmethyl)- 

20 piperazin-2-one ditrifluoroacetate, 

4-[5-(5-Chloro-thiophen-2-yl)-4H-[1 ,2,4]triazol-3-ylmethyl]-1 -(1 H-pyrrolo[3,2-c]pyridin-2- 
ylmethyl)-piperazin-2-one ditrifluoroacetate, 

[5-(5-Chloro-thiophen-2-yl)-[1,3,4]oxadiazol-2-ylmethyl]-H1H-pyn-olo[3,2K:]pyridin-2-ylmethyl)- 
piperazin-2-one, 

25 4-[5-(5-Chloro-thiophen-2-yl)-oxazol-2-ylmethyl]-1 -(1 H-pyrrolo[3,2-c]pyridin-2-ylmethyl)- 
piperazin-2-one ditrifluoroacetate, 
4-[5-(5-Chloro-thiophen-2-ylM1,3,4^ 
ylmethyl)-piperazin-2-one ditrifluoroacetate, 

4-[5-(5-Chloro-thiophen-2-yl)-2H-pyrazol-3-ylmethyl]-H1H-pyrrolo[3,2-c]pyridin-2-ylmethyl)- 

30 piperazin-2-one ditrifluoroacetate or 

1^5-(5-Chlorc>-thiophen-2-ylHsoxazol-3-ylmethyl]-4-(1H-pyrrolo[3,2-c]pyridin-2-ylmethyl)- 

piperazin-2-one ditrifluoroacetate 

or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof. 



35 
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25. A compound according to claim 6 selected from the group consisting of 4-(6-Chloro- 

benzo[b]thiophene-2-sulfonylW 
piperazin-2-one, 

^(S-Chloro-thienop.a-blpyridine^-sulfonyO-e^RJ-methoxymethyl-l -(1 H-pyrrolo [3,2-c]pyridin- 
5 2-ylmethyI)-piperazin-2-one, 

4-(5-Chloro-1H-indole-2-sulfonyl)-6-m^^ 
piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-6-(SHsopropyl-1-(1H-pyrrolo[3,^ 

ylmethyl)-piperazin-2-one, 
1 0 4-[2-(5-Chloro-thiophen-2-yl)-ethenesulfonyl]-6-(S)-isopropyl-1 -(1 H-pyrrolo[3,2-c]pyridin-2- 

ylmethyl)-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-6-(S)-propyl-1-(1H-pyrrolo[3,2-c]pyridi 
piperazine-2-one, 

4-[2-(5-Chloro-thiophen-2-yl)-ethenesulfonyl]-6-(S)- propyl-1 -(1 H-pyrrolo[3,2-c]py ridin-2- 
1 5 y]methyl)-piperazine-2-one, 

4-(5-Chloro-1H-indole-2-sulfonyl)-1-(1H-^^^ 

4-[3-(5-Chloro4hiophen-2-yl)-isoxazol-5-ylmethyl]-1-(1H-pyn-olo[3 l 2 
piperazin-2-one f 

4-[4-(5-Chloro4hiophen-2-yl)-benzyl]-3-(S)-methoxymethyl-1-(1H-pyrrolo[^ 
20 ylmethyl)-piperazin-2-one, 

1-(4-Amino<iuinazolin-7-ytmethyl^ 

1-(4-Amino-quinazolin-7-ylmethylMW 
4-(6-Chloro-benzo[b]thiophene-2-suto^^ 

piperazin-2-one or 

25 4-[2-(5^hloro4hiophen-2-yl)^thenesulfonyl]-1-(7-methyl-1H-pyiTolo[3 l 2 
piperazin-2-one 

or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof. 

30 26. A pharmaceutical composition comprising a pharmaceutical^ effective amount of a 
compound according to claim 1 and a pharmaceutical^ acceptable carrier. 

27. A method for treating a patient suffering from a physiological condition capable of being 
modulated by inhibiting activity of Factor Xa comprising administering to said patient a 
35 pharmaceutical^ effective amount of a compound according to claim 1. 
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28. A method for treating a patient suffering from a physiological condition capable of being 
modulated by directly inhibiting activity of both Factor Xa and Factor Ma comprising 
administering to said patient a pharmaceutical^ effective amount of a compound according to 
claims 21 and 23. 

29. A method for treating a patient suffering from a physiological condition capable of being 
modulated by directly inhibiting activity of both Factor Xa and Factor Ha comprising 
administering to said patient a pharmaceutical^ effective amount of a compound according to 
claim 16. 

30. A method for treating a patient suffering from a physiological condition capable of being 
modulated by directly inhibiting activity of both Factor Xa and Factor Ha comprising 
administering to said patient a pharmaceutical^ effective amount of a compound according to 
claim 17. 

31 . A compound of formula III 



wherein P is H or a nitrogen protecting group; 

Ri, Ria. R2. R:za. F?4 and are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
Y 1 Y 2 NC(0)-, optionally substituted alkyl, optionally substituted aryl, optionally substituted 
aralkyl, optionally substituted heteroaryl and optionally substituted heteroaralkyl, or R t and R 1a , 
R 2 and R 2a or R4 and R^ taken together form O or S; or R, and R 2 together with the carbon 
atoms through which R, and R 2 are linked form a cycloalkyl group, cycloalkenyl group, 
heterocyclyl group, or heterocyclenyl group; or R 1a and R 2a are absent and R, and R 2 together 
with the carbon atoms through which R 1 and R 2 are linked form an aryl or heteroaryl group; or 
R, and R 1a taken together with the carbon atom through wrich they are linked form a 3 to 7 
membered cycloalkyl or cycloalkenyl group; or R 2 and R 2a taken together with the carbon atom 
through which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 4 
and R^ taken together with the carbon atom through wrich they are linked form a 3 to 7 
membered cycloalkyl or cycloalkenyl group; 



P 




in 
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L 2 is absent or a group of formula 

Rq R-io 

Cy 2 is selected from optionally substituted aryl, optionally substituted heteroaryl, optionally 
substituted cycloalkyl, optionally substituted cycloatkenyl, optionally substituted heterocyclyl, 

5 optionally substituted heterocyclenyl, optionally substituted fused arylcycloalkyl, optionally 
substituted fused arylcycloalkenyl, optionally substituted fused arylheterocyclyl, optionally 
substituted fused arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyl, optionally 
substituted fused heteroarylcycloalkenyl, optionally substituted fused heteroarylheterocyclyl and 
optionally substituted fused heteroarylheterocyclenyl; 

10 R 5 is hydrogen, optionally substituted alkyl, optionally substituted aralkyl, optionally substituted 
heteroaralkyl, R 6 0(CH 2 )v-, R 6 0 2 C(CH 2 )x- t Y 1 Y 2 NC(0)(CH 2 )x- l or Y^NfCHjJv-; 
R 6 is hydrogen, optionally substituted alkyl, optionally substituted aralkyl or optionally 
substituted heteroaralkyl; 

Y, and Y 2 are independently hydrogen, optionally substituted alkyl, optionally substituted aryl, 

15 optionally substituted aralkyl or optionally substituted heteroaralkyl, or Y, and Y 2 taken together 
with the N through which Y-, and Y 2 are linked form a monocyclic heterocyclyl; 
R7, Re. R9 and R 10 are independently selected from hydrogen, hydroxy, alkoxy, optionally 
substituted alkyl, optionally substituted aryl, optionally substituted heteroaryl, optionally 
substituted aralkyl and optionally substituted heteroaralkyl, provided that only one of R 7 and Re 

20 or one of R 9 and R 10 is hydroxy or alkoxy, and further provided when R 7) R 8l R 9 and R 10 is 
hydroxy or alkoxy, then the hydroxy or alkoxy is not a-substituted to a N, O or S in Z; 
Z is absent or is selected from optionally substituted lower alkenylene, optionally substituted 
lower alkynylene, O, S(0)p, -C(O)-, NR 5 , -NR 5 C(0)- and -C(0)NR r ; 
x is 1, 2, 3 or 4; 

25 v is 2, 3 or 4; and 

q and r are independently 0, 1, 2 or 3, provided that q and r are not both 0, 
provided that when R 1f R 1a , R 2l R4 and R^ are independently selected from hydrogen, 
carboxy, alkoxycarbonyl, Y^NCKO)-, optionally substituted alkyl, optionally substituted aryl, 
optionally substituted aralkyl, optionally substituted heteroaryl and optionally substituted 

30 heteroaralkyl then L 2 is absent, or when 

Ri» Ria. R2. Rza. R4 and R^ are independently Y,Y 2 NC(0)- then Y t and Y 2 are independently 
hydrogen, optionally substituted alkoxy or optionally substituted aryloxy, but Y, and Y 2 are not 
simultaneously hydrogen, or when 
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Ri. Ria, R2. R2a, R 4 and R 4a are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
YiY 2 NC(0)-, optionally substituted alkyl, optionally substituted aryl, optionally substituted 
aralkyl, optionally substituted heteroaryl and optionally substituted heteroaralkyl then Z is - 
C(O)-. 



